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(57) Abstract 

Novel quinolinc derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and phaimaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein Rt andR 3 represent each H or C M aJkyl.orR, andR 2 together form C M alkyfenc; X represents O, 
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m m m 

a t ^ w 

» m » & 

§E?(platelet-derived growth factor. OTPDGFiBgt) ^i'OfiJc^BWfi 
LTfctK #T'kPDGF<*&#tt«ig^@?c!: lT«®it$I • 
^kWSSfcHt>'3TV^ci3&<jBe»tiTV>S(Cell f 46.155a986)) 0 LfrLtt* 

PDGF<P>PDGF£§#0i§i |££ |C# 9 fcBBSitJI > *®£Mttft?& :|ib 

— 3©S*£ IT. iitPDGF^Otft^^itJllSf'feysmo^igJi^ 
f J LfcflWWSS ttT^S (J. Exp. Med. , 175 , 1413(1992))^ laPDCFtt^^ > 
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£1" S n i/ > * * - -tf 3ft<gttibt * C t h tlX U 5 o C fo^> 

tzfflttXijtoZTFZtlX^Z (Cancer Research. 54 ,6106(1994) , Proc. Natl. Acad. 
Sci.USA..92.2558(1995))o RhOCi^^ PDGFggftgB U >Ifcfhl!&§SJ*< 

mhmm*>U'<mm&<Dmm^ my *^*<e£©£< ©fete* 
'm^<D?mgmn& i ) >&<mmtixiu mitts a-7y-**y 

*)>mtlX, J.Med. Chen., 37, 2627(1994), J. Med. Chem., 37. 2129(1994) x 
tfft£¥6-507643-§&$&. 3-T'J-;U*y+^'J >mtlX, Cancer Research, 
54. 6106(1994) *5«fcCK4-f'j i>;l/-2- 7U-^t°'J $ ^>g£LT\ Proc. Natl. 
Acad. Sci. USA. , 92. 2558(1995) *ITU* 0 

'#*&&©*; U LXit, -2 4 6 2 6 3*|&$8lw 



WO 97/17329 



3 



PCT/JP96/03229 



leSSSftTOS {4- [(7-^od-4- + ; 7x^;H 

4-7'J-;U+yj>^tSfc©<i:LT. J. Med. Chem. . U, 1060(1971) 
, ActaChia Hung. , 112_, 241(1983). 3 - 5 1 3 7 5-Sf&fg N K>f 7 

#HF^3 1 0 1 5 4 4^, - 2 4 6 2 6 3 ^£$8, *S#f*3 9 3 6 4 

*HHJ(i N P D G FgSftgE'; >Rffc®BmJl*ff*«fHKftM*Jlft 

II 99 © m * 

iifcll^D7'J-*li % *y i ;>ttSt/c(i+^-v'U>#fe04&i*<l 
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CD 



R x £ R 2 {±-^{c o T C j - C 3 © 7;U* 1/ > * JgfiRt S ©T* t) N W« 
C H ^ fcti N ~Cfo <9 % 
1 W*<CHO«^ 

(a) XttOZtz&ST&t), QIU 
3. (II) : 




(R 3 )m 



(ID 



CS+x mliK 2£fctt3T**K R 3 lifflgiJtcCN x OH, ^oy> % C 
a (III ) : 
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5* (IV) : 




0 4 15 

^+/U4fcttC 2 - C 4 7v^T'&S] T^^tl51^^ 

(b) XliO, SSfcttCHgT?*^ Qii, 
3 (V) : 




K* % jfcjjtfkliMlSiJtcOSfcttlT&'U R «. lifiSijKHSfcliC , - 

v 1 

C 4 7;M^UT£*K AttC 1 -Cg7;U+^K Cj-CgTJUri^ 
(Cg-C 10 ) 7Jl*JK C 1 -C 4 7;U3*i/*;U#-;l/ N 7x-;K *7 
7'J;k f-xzjk K>W;k SgK> W ;U£fctt C 2 - C 7 -/ju 
T**^ llttB2|iDCn(mU fltecj^S*. 
tfflEHfr bi§iR£ tii h i 1 o Wf-*m LTOT «k H 5 - £ fc it 6 - 
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7U-;US(i, CN\ N0 2 , OH, NH 2 . ^a>r>, (^-C^MMk 
(C 3 ~C x Q ) 7>>U*;k C 1 -C 4 7^n+->x C 1 - C 4 7;U3+-> 
7^^^-;k C^C.Jy/k C.-C.Jyo+A C--C 0 7;l/+U> 

f Jt*i/y c 1 -c 4 7^>»i/7^y, (c 1 -c 4 7;b+;u) 7SA 

C0 2 H, CONH 2 , N- (C 1 -C 4 7;l/+;b) 7i Y\ N, N-v- 
(C 1 -C 4 7;U+;U) 7^ h\ C 2 -C 4 7;b^;U7^ H\ Ml 7 a y ?■ 
;k c x -c 4 7Jl*Jli-*, 7i-;K «ft7x-;k 7x'y*«>, lj^7i 

7xz;w, l^7x-;bfts 7xzii. (c 1 -c 4 7;u^;b) N 
ll«7x-;u (C 1 -c 4 7;M^u) . t'y-7;k e^i^Jk fc°'JS>^;k 
t°'J^*-7-;k t Q D'j^-;u s txyi^;k tW-7.=-;k t^tX7^;K 

C 2 -C 4 7'>;l/*>bil^$tL5 1~5<1©B&S£W LT^Tt>,J;< N Bte x 
0, S, NH, NCN, NRgS^teNORg CCT\ RgiACj-C^U 
-cab*] T***K 

5* (V) : 




*0 } o 
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W, X, Q, R 3> R 3 ' N R 4 , Rg% r 6> Y> 2, A, Ek m> jfc.fcrj' 

v:7>;k s-7>;k t-7>;k ^>*Jk *y<>f-;k **^>f-;k 
t ;i, ; 

f-;k ^^D-^^i/;k f?o^7*f-;k v^D^-^f-;k 7*>>*;i/; 
C 1 -C 4 7^3*>'^;Ud-*-;b: y h + v/^;b*'^;k ^ h**>#;Ufc;k 

t*U>^+v/ ; 

C 2 - C 4 7 ->;l/ : 7-fe^;k ?u t>-;k 7> 'J ;U ; 
C 1 -C 4 7;l/+;l/7$y : y^;l>7$A x^;U7S A ynt^TiA 
^V^Db^7;A 7**7 5 A -fV7*A>7 5A s-^H7;A t 

-7>;u7$y ; 

(C 1 -C 4 7/U+^) 7SV : v^*;t/7 5A ?x**7 5A ^7 

ot°;i/7; a vj+a,7\j ; 
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C 2 -C 4 7;U*;b7$ K:7*h75 K, ^Dt°t>7; h\ 7f7; K; 

c 1 -c 4 7;u*^f-4- xf^ft> 7nt'^ -rvyo 

fc'o^tfx 7W^^V7fW % s-7*JkM- N t -7>4/f-* ; 

CN, N0 r OH, NH^ ^oy> N C^-C^M^k 
fttt (Cg-Cj Q ) 7;U*;k C 1 -C 4 7;U=i*^ C 1 -C 4 7JU3*S/ 
*;U^-;k C 1 -C 3 7;l/*l/>^*^ C 1 -C 4 7;u*;U75y % 

(C 1 -c 4 7^+;u) 75 A C 2 -c 4 7;u+;b7^ F\ h'j7;U*oy* 

(C 1 ~c 4 7;u+;U) , ^^y-r^*fcttC 2 -C 4 7S/;UD+^&«tfti* 
3 fi £ toll: £ TBft $ tiT o s 7 x ^ Jig ; 

S^7xy + v : CN, N0 2 , OH. NH 2> /np^A -C T)l* 
K Wfc (C 3 -C 10 ) 7A+JK C 1 -C 4 7/U3*S/ % C 1 -C 4 7*a 
*S/*;UjKi;k C 1 -C g 7^* A C j - C 4 7;U*;l/7 $A 

^-(C 1 -c 4 7A**) 7 5 a c 2 -c 4 7;u+;U7$ h\ M7;M- D y 

^k C 1 -C 4 7A+*^^ 7x-;k 7X/+A 7xiWt 7xZ 

^ (C 1 -c 4 7;b+;l/) N JltfzttC 2 -C 4 7i/Ji<Dipfrz>Mtfn 

M7xiW:CN % N0 2 , OH, NH g N ^ofk Cj-C^A 

*'k »$* (Cg-Cj Q ) 7;u+;k Cj-c^^ + k C 1 -c 4 7;u 

3*->*7^#\=Jk C 1 -C 3 7;b+L/>^*^ C - C 7JU+JU7 5 A 
^" (C 1- C 4 7*+*) 75 A C 2 -C 4 7A+*7§ b\ h<)7)l*v 

C 1 -c 4 7;u+;^t> 7x-;k 7x; + k 7x_w N 7 x 
- ;b (C 1 -c 4 7^+;u) > ^>»/'T;U*fcttC 2 -C 4 7->^©4i^6«tf 
ft* 3 12 T©gic * , TE& $ ft-n * a 7 x -;l/**S ; 
■fc^yV;!/: CN\ N0 2 , OH. NHg, ^n^k C^-C^U* 
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;k MR CC g -C 10 ) 7Jl*JK C 1 -C 4 7;b^+i/, C 1 -C 4 7;Ua 
+ ->*^#-;k c x -c 3 7;i/*u c x -C 4 7;i/*;l>7$ A 

(C 1 -C 4 7^U) 7$ A C 2 -C A 7Jl*)l7i K, h'j7Wn 

C x - c 4 7;u*;l^;*\ 7x; + -a 7x_*f^ 7x 

- ;U CC 1 -c 4 7;u+;u) \ ^>y^^^(iC 2 -c 4 7'>;u©*^t>«(f 

£jt(i^U-Y>$ N v*vm, MEW, ?x> 

M> iftfe ¥L$ N y*>x;U*>g^ p- h;l/x>7.;U^>Kf < j: < i:'cD^g« < i : © 

imit-?y*^^uiz) torn, 7>^-7Aig N cm 

(fMJx?^7; A x^y-;l,7^>/Ai') £©i£fc C Weft * 0 
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R2 
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SS1S (oo'£) 



R2 




it£M%n R2 <t&m^ R2 
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T^t«:im5, W*.t*> Org. Synth. Col. Vol. 3. 272(1955). Acta Chim. 
Hung. J12. 241 (1 983) £ ©E«0^*<* 5 0 JS<T©5d6«?«ffl L T H 5 £ 
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0Rtf> /WKHEs **r«fb*, 17*. 150 Ms 1 9 

7'J >MMb6Wi* J2tT©RJ£aClc«£^T««t-5Ci*<-CS4 e 



1 a CD s^3 (ID s 3 (in ) *fct*a qv) -e^sti*^ 

X*<ST**<b^«5tt. X*<0T"*^bM3©Sli^}*<J:^L;^i*(C«J;^T. * 
*-/Ug£ fcoj 'J -;Mk^«94fctt^rn7 'J -Mb^ts 4-^o+; 

2 a (i) o^g (v) a (V) ^ jfccfcffka^fctco-e&si 




CI 
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a. X*<0-e*Sffc£1&©£lifc: 

Chem. Soc. , Chem. Commun. . 1157(1993). Synlett. 11570994)) KsBftenwS;U 

(III) HJ 7/^d/^>7W- h^l^-yf^b^A (III) h 'J7;l/^ 
0^>X^^- h) <D#£T> 7 'J— ^7 777^;MbR^fT4H\ 

~2 0 Or^icffl, Jf* L< ttl 3 0-1 8 0 < C©l5H»rT«l*tt4fcttaatt 
fftttttt* 1 #~ 5 Bfflk t L < » l 0 #~ 1 ifrrafM! 
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b. Xa<ST&£{b&^©&J&: 
Mz-li, *ift(Org.Syn., 51, 139(1971)) imWATVlimz^T v )l*f-t? 

(0J;Ui\ 2 0 0- 3 0 0°C) t^Chlc^^^i^H^feL/cS-T';- 
;U-N, N-^y^;U^7}-^-^V-hM#ft^rtT^$ii-^ 7A^ >J 

N-i?>f**^7; K) ^ 7K»^hy>Aiit{cS«:80~l 5 0°C 
©*#Tx 4 - * d a * J U fcli4-^Da+tv'ij >g|^ttlcft I 

T7 •> ;u** 7xy- ;i*mt£fl$; $ i+r . i <_ t 4 ft^tt*«aH- 5 c £ 




c . X 3&< C H 2 T* * it&W) m : 

X*<CH 2 T*5a; (I) TmZtlZit&mt. * h5-(R.Cutler)t>©J.Am. 
Chem.Soc.Jl_, 3375(1949) KsE«©:S££*iJffl LTfiSHit* C <ta<Tr£ * 0 c 
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ii£ 0 &^T\ Xr^ KJ. K. Stille) «S><OJ. Org. Chen. . 48, 4634(1983) KiBIS® 
^ScfcftK (0Rl*\ Kd7 5>0 4\ 4- 

(flkfck t'x (h'j7x^x7< » /n'^^^a (ii) ?o'j K) 
t s*b£$i£S3it* S C £ £ 5„ 




3 g (I) *K Qj<g (V) [g (V) BteOT'&9, jlil^!)^ 
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N, N-5>y****A7$ K) <k i&g (WLtfs **fb^- h 'j 7 
£ftb©N-7;l/*^7^ KftfcU ±IB©^S{C «k (3 gig* 6 C £ rt<T- # S 0 
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b. X*<ST?**fl;£to©£jsfc: 



WO 97/17329 



38 



PCT/JP96/03229 



*^fc^- h 'J * A) ©#£T' ^ o ff >it 7 )l>± JWm £ it h Z t IZ J; 0 SUg * 
Z>ZttfT'%Z 0 



C . X # C H 2 T* £ ft£tt© : 

X*<CH 2 T*5S; (I) T*£*l*{t£«> * r7-(R.Cutler)£®J.Aa. 
Cheoi.Soc.Jl_, 3375(1949) «-E«©^CJ:oT«ifit4C t*<T*« 0 C© 

«if£Lfc& Itt^llU 4- (7Sy<>5M/) *y U >SiSp#SfcW:4 - (7 




R 




WO 97/17329 



39 



PCT/JP96/03229 




4 g (i) (v) k (v) fr> jjfe^cncjifcjyciTfes] 
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£fcttCH 2 TN&So ] 




ttCH 2 T'*« 0 ] 

c . B *<N C N S : 

B^NCNT**ft^ 1> (H.J.Petersen) Med. Chem. . 21. 

773(1978)lcE«0^j*K J:oT«HW* C So 

CO^T-lis *3ttffll*JK (fl*tf* Myf^W') ±Ea. T 
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mmu mm, ®mm, mmm, &ym, mm, mm) 

ztih<D&mm\\$, mm^tir^mmi, mmm, &&m, mm\, 

mmitixit, mm, m ^k** y;utr* k & 

w^^u-7sii^\wmt\,x\u mm, x>^>, 7**>ih-m;* 

t Ko+v^o b°;H?;l/o-x, *u fc:x;ut 0 n y K>fc£j!>< ; rl^Ji Lm 

^wo. 5-5 om&%, mi<\i, 1-2 ommMmm-ekZo 
«^©*^icict;T«a«ji$n4*<x w*.^ i~i o omg/kg t 
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m j m 

H»J1 (###|) 

OTn°©2, 6-^fcKo + i/t7^l/> (961mg) 4N, N-v^fJb 
*;UA7S K (10 0ml) MfcfrLfcSU A (1. 2 4 4 g) £}JD 

^SlCT^L^o 30£&*V*;HM (1. 1 4ml) £**o< «TL 

■?h?77j -iz^^mU M©ft^«5*3 0 7mg % JR$2 9%T*#£ 0 
* H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 9 (s, 3H), 

7. 00-7. 18 (m, 4H), 7. 5 3-7. 7 0 (m. 2H) 
MfcMrtt (FD-MS. m/z) :174 (M + ) 

H»J2 

6, 7-^y r*>-4- (6-y h*->-2-:*-7^*-*>» ^;ij> 
(12) 

4-*od-6, 7-5>y (75mg) iSI»«lT»A:6- 

* r*v/-2-*7h-;l> (17 4mg) tm&U 18 0W3 0»IBffl»L 
fcSU 5«fi^««r^+*>/7«bh> (2/1) t?H§fltSJiJi*>«J*y;^ 
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1 H-NMR (CDC 1 3 , 9 0 MHz) : 6 3. 9 6 (s, 3 H) , 4. 0 
7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d, J = 5. 71Hz, 1 
H) . 7. 18-7. 36 (m, 3H), 7. 56-7. 91 (m, 5H), 8. 

5 0 (br, 1H) 

(FD-MS, m/z) : 3 6 1 (M + ) 

Htfe0J3 

6, h*v/-4- (2-^7^;l/^^'» U y (l Q) 

4-? do- 6, 7-^^ Y*v*J U> (4 5mg) irfJ|So D D©jS-^7 h 
(14 4mg) £}1&U 18 0W2B$H«#Lrt:8U HJS^J 2 t mm® 

1 H-NMR (CDC 1 3 . 9 0 MHz) : 5 4. 0 5 (s, 3H) , 4. 0 

6 (s, 3H), 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H). 8. 5 0 (br, 1 H) 

WMfttirM (FD-MS, m/z) : 3 3 1 (M + ) 

6, (7-y h*i/-2-i-7*)l7t*i/) *J U > 

(1 3) 

4-*dd-6, 7-v^ Y*i/*J*)> (8 9mg) mW&Q>l - 1 
•>-2-t7h-;l/ (2 0 9mg) £8£U 1 8 0 W 3 0 L fcflU 

* H-NMR (CDC 1 «, 9 0MHz) : 6 3. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H). 4. 07 (s, 3H). 6. 54 (d, J = 5. 49Hz, 1 
H) . 7. 10-7. 2 4 (m, 3 H) , 7. 4 9-7. 9 1 (m, 5 H) , 8. 
49 (d, J = 5. 49, 1H) 

(FD-MS, m/z) : 3 6 1 (M + ) 

SSJ6W5 (#%0J) 
5-y h^v-l -^7 

^fc«k^*!5S!Lfe 0 iR^2 8% 0 

H -NMR (CDClg. 90MHz) :<5 4. 0 0 (s, 3H), 6. 7 
9-6. 89 (m, 2H), 7. 3 0-7. 4 8 (m, 2 H) , 7. 69-7. 
9 0 (m, 2H) 

RM&Vm (FD-MS, m/z) : 1 7 4 (M + ) 
H&0J6 

6, 7-x V (5-y h^->- 1 -^7^;U^^-» 4^;'J> 

(1 1) 

4-*dd-6, 7-vV h*>>*y y> (85mg) i**«5T»fc5- 
^ h + y-l-i-7h-^ (67mg) *fi£U 1 8 0^+2 OMmftlt: 
^ WI»l2iH«OJift»cJ:oT«WU m<D<t&mi 9mg s ft*i 4 

1 H-NMR (CDClg, 9 0MHz) :<J4. 04 (s, 3H), 4. 0 
8 (s, 6H) , 6. 3 1 (d, J =5. 2 7Hz, 1 H) . 6. 8 3-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H) , 8. 43 (br s, 1 H) 
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HtMftVrtii (FD-MS, m/z) :36 1 (M + ) 

mm 

6> Izjj* h*is-4 - (4-^>K'J^^'» *J 'J> (1 7) 
4-^dd-6, h + (1 12mg) irfJ|g D D n ©4-h K 

o^v/>f>K-;U (2 0 0mg) £21&U 1 8 0°C*3 0#P«5Mt#l£ o K£ 

* 

l^^OD^^A/i^gxf;!, (3/1) TJg^^lC/U^l^n^h*' 

* H-NMR (CDC J 3 , 9 0MHz) : 6 3. 9 5 (s, 3H) , 3. 9 
6 (s, 3H) , 6. 0 8-6. 13 (m, 1 H) , 6. 3 5 (d, J =5. 2 
8Hz, 1H) , 6. 8 3-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H) , 7. 6 2 (s, 1H) , 8. 4 0 (d, J = 5. 0 5Hz, 1 H) 

fl*#tfHifi (FD-MS, m/z) :32 0 (M + ) 

H»J8 

6, 7-S?;t h*S/-4- (3, 4-?y h*->7xy*vQ *yj>(8) 
4-*dd-6. 7-SM h*S/*y«J> (9 Omg) £rfflRS©3. 
> h + ->7x;-;l/ (1 8 7mg) *ft£U 1 8 0W3 OMTL^ 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 87 (s, 3H) , 
3. 93 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s, 3H), 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (d d, J=2. 4Hz, 9. 2H 
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z, 1H) . 6. 7 5 (d, 5=2. 4 Hz. 1 H) , 6. 9 3 (d, J = 
9. 2Hz, 1H), 7. 42 (s, 1 H) . 7. 57 (s, 1 H) , 8. 48 

(d, J=4. 9Hz, 1H) 

WbWHt (FD-MS, m/z) : 3 4 1 (M + ) 

Hj&0J9 

6, h*i/-4- (6-4- / *) 'J > (1 5) 

4-^dd-6, l- ! Jjf h+^;'J > (9 Omg) M D D D 06-tFD 
+ »J > Cl 7 6mg) *«§U ^WJ8i^©^TSJo*>ctD'IISS/ 
t*CiKJ;l)««©ft^**62mg % JR*4 6%T?»fc 0 

1 H-NMR (CDC1 3> 500 MHz) : 6 4. 05 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J=5. 5Hz, 1 H) , 7. 44- 
7. 6 2 (m, 5H) , 8. 13 (d, J<=8. 5 Hz, 1 H) , 8. 2 2 (d, 
J =9. 2 Hz, 1H) , 8. 5 3 (d, J =4. 9 Hz, 1 H) , 8. 9 4 
(d, J = 4. 3Hz, 1H) 

®S##Hi (FD-MS, m/z) :3 3 2 (M + ) 

6, \z21 b*±zlz (3-7^tn7x;4-» *y u> (4) 

4-? pd- 6, l-V* h + i/+y 'J> (1 OOmg) <bTfJfi5£© 3 -7;U 
tu7*;-;K0. 2 0ml) *«£U 1 8 0°C#3 oai««*Lfco RJ6 

mt**km*fflnmi^m'4k. mmmi- h w*T*mit:o met® 
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* H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 

4. 0 6 (s, 3H) , 6. 5 6 (d, J =4. 9Hz, 1 H) , 6. 9 3 (d, 

J = 9. 2Hz, 1H), 6. 9 5-7. 0 5 (m, 2H) , 7. 39-7. 4 

5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 
»*##ril (FD-MS, m/z) -.2 9 9 (M + ) 

MM 11 

6, h*i/-4- (3-fc Ko»'>7x; 47 'J > (5) 

4-^nn-6, 7-W h*WJ>(300mg) £lfr|RS©L/vOb$/ 
>*7 7*x-h (0. 8 3 5ml) £M&U 180W30^|»Lfc. 

3 7 m g x iR$ 9 XTflfco 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 01 (s, 3H) , 
4. 0 2 (s. 3H) . 6. 4 8 (t, J =2. 4 Hz, 1H) , 6. 5 9 (d, 
J = 5. 5Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H), 7. 39 (s, 1 H) , 7. 47 (s, 1H), 8. 40 
(d, J-5. 5Hz, 1H) 

(FD-MS, m/z) : 29 7 (M + ) 
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mmm 12 

6, 7-vM h^>-4- (4--/o ; &7xM-» *J U > (7) 
4-?oo-6, h + i/+y;> (1. OOg) <tmfi£D n o©4-7n 

^x;-i (i 1 5m g) zm&u 1 8 o°c4m ommwitz 0 fcm& 
yizim&mfoifcj- h »; A7k«T-*fD l ^sl 7k 1 1 o □ * & at^u u 

7 4 -iwj:(9lllS!U mm®4t&mi. 2 0 g> $^7 6%T*#A: 0 

H -NMR (CDC 1 g. 5 0 0MHz) : 54. 04 (s, 3 H) , 
4. 0 5 (s, 3H) , 6. 4 8 (d, J =4. 9 Hz, 1 H) , 7. 0 8 (d, 
1 = 8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, 1=8. 5Hz, 2H), 8. 51 (d, 1 = 4. 9Hz, 1 H) 
R*£Vm (FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + + 2) 

Hife0iJl3 

4-*dd-6, 1-*J* h + «J> (1 0 2m g) £ Jfflfc£ 1 a®2 -t h 
+ '>7x;-;K0. 5ml)£iI&U ISO^^S^Fb^L^o SJ&S^ 

tmwtz y # y ? a ? □ t f ^5 7 - k <* $ *ss! u &m<oit&fo% 

7 6mg, JR^5 4%T^ 0 
^ H — NMR (CDC 1 o. 9 0MHz) : 5 3. 7 8 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 3 1 (d, J = 5. 3 Hz, 1 H) 
, 6. 9-7. 4 (m, 4H). 7. 42 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 4 5 (d, J = 5. 3Hz, 1 H) 
M&tfrffi (FAB-MS. m/z) :3 12 (M + +l) 

SUM 1 4 

6, 7->'nty-4-(3-^ h4->7xy*-» *7 »J > (2) 
4-^dd-6, 7-v^ h + ^+y !/> (1 03mg) iffiB&Fo© 3 h 
*'>7i;-;b (15 8mg) £»£U 16 0t*9«jfLfc o SJEit^ 

Kxf-;u«*|SiSl*!i*T?**ft, h U *A-ciaiLfco «flET«i««4 

1 H-NMR (CDClg. 90MHz) :6 3. 8 2 (s, 3H), 4. 0 
4 (s, 3H) . 4. 0 5 (s, 3H) , 6. 5 3 (d, J = 5. 3 Hz, 1 H) 
, 6. 7-6. 9 (m, 3H) , 7. 3 5 (t, J = 7. 0Hz, 1 H) , 7. 
4 3 (s, 1H) , 7. 5 4 (s, 1 H) , 8. 5 0 (d, J =5. 3 Hz, 1 
H) 

n*£m (FD-MS. m/z) : 3 l l (M + ) 

6, 7-vy- h^ix-4- (4-y h4'>7x;t-» *y u > (3) 

4-^dd-6, 7-v?/ Y* ; s*J U> (1 03mg) £ffiB&S®4-;< h 
+ i/7xy-^ (2 8 6mg) *«£U 15 01C*6*|IW»Lfc. 
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»2. 2 1 g N iR*8 8^T»fco 

2 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 5 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (8, 3H), 6. 41 (d. J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 4 3 (s, 1H) , 7. 5 8 (s, 1 H) , 8. 4 6 (d, J = 5. 
3Hz. 1H) 

MS^tfrll (FAB -MS, m/z) :312 (M + +l) 
6 

6, 7—7/ h^>>-4- !L££±>0 *^ *) > (1 4) 

4-^pd-6, 7-7/ r +*+yy> (50mg) iffiR&©5-tKo 
+ >;> (5 0mg) *«^U 17 0W1 0^MM»Lfco SlC»M 

*LT»fc3M*^tf >/I»x** (1/1) TSHtlx IC^dd*AA 

// */-^ (5 o/i) Tffl"jt*«i'>u*y^D«7h/7 7-f -ic«fct> 

WU! U mm<D4t&yrt: 4 7 m g s JR$ 6 4 %Tl#^ 0 

2 H-NMR (CDClg, 9 0MHz) : 6 4. 0 6 (s, 3 H) , 4. 0 

7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m. 

3H), 7. 68 (s, 1H), 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 

J -5. 3Hz, 1H), 8. 49 (dd. J = l. 76Hz, 4. 17Hz, 
1H) 



WO 97/17329 



5 2 



PGT/JP96/03229 



ftMfttirfti (FD-MS, m/z) :3 3 2 (M ) 

mm 1 7 

6, izJZl h±icilz LLz±2fM±2) * y !L> (9) 

4-^od-6, 7-v>V h*v/*y U> (97mg) iipflRS© 1-^-7 h 
(3 4 Omg) *g£U 1 5 0V^8^f B mWUz o WS&&h'5:ffll9i 

fcg«*^*tf>/#||x*-;b (3/1) T-Jg^s ^oo*U/^;-A 
(10 0/1) -e8H*3'>y*W*5A?n-7 ^'57^ -lwJ;t)«l«U 
Mfc^+tf>/fti*xf-;i, (1/1) ■eflHWt*WI->y*y^^D^h^7 7 

X H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 5 (s, 3H) , 4. 0 
5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 7 4 (s, 1H) , 7. 8-8. 0 (m, 3H) , 8. 3 5 (d, 
J = 5. 3Hz. 1H) 

M»#Nt (FD-MS, m/z) : 3 3 1 (M + ) 

6, 7-v?y h*y-4- (5->f > KUjMj^) ± J U > (1 6) 
4-*no-6, Og) iTf?B5n D u<D5-t Fd 

+ W>K-;K1. 19g) £S£U 150X3+1. 5*IBHI*Lfco KJS 

mi±*)im*mif&*'em&s mmm* h >j *j*mmiHo met® 



WO 97/17329 PCTAIP96/03229 

53 

X H-NMR (CDC1 3> 9 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H) , 6. 42 (d, J=5. 3Hz. 1 H) , 6. 5-6. 7 (m, 
1H) . 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 4 4 (d, 
J = 5. 3Hz, 1H) , 8. 55 (br, 1 H) 
It^KFD-MS, m/z) :3 2 0 (M + ) 

mmm 1 9 

6, 7—>V Y*v-A - (3-y h*i/7*-)irt) *J u > CI 1 7) 
4-*ud-6, 7-^y ■)> (50mg) iTf?^® 3 - / 

fKy-a^t-ji, (7 7mg) ^^ L> i8ot;^3ow B ^Lfco mm 

* H-NMR (CDC1 3 , 9 0MHz) : 6 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J=4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 

®§##Hi (FD-MS, m/z) :3 2 7 (M + ) 

IWJ2 0 

6, 7--> V h^>-4- (4-y »J > (ii R) 

4-*.dd-6. 7-vV h + ^y »J> (5 0mg) ±m§ , a®4 -/ h + 
^>-fc'>**-,U (6 3mg) l5 0V*5ft®mftltz o MMM 

@©ft&#l£8 Omg, Umi 0 0%T'f|7to 
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* H-NMR (CDC 1 g, 9 0MHz) : S3. 88 (s, 3 H) , 4. 0 
3 (s, 3H) , 4. 0 5 (s. 3H) , 6. 6 0 (d, J =4. 8Hz, 1 H) 
, 7. 15 (d. J =8. 7Hz. 2H) , 7. 3 8 (s, 1H), 7. 3 9 
(s, 1H). 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 
M^#fffi(FD-MS. m/z) :3 2 7 (M + ) 

HWJ2 1 (#%0J) 
4 -7o^- 1 -y h^yyf;l/7x/-;l/ 

Tf3lS D D D ©4 -7ot7x;-;i/ (l 7. 3g) £N, N-i>y^;u*;bA7$ 
K (9 0ml) iz®MU&, *#T7K*fc*H;*A (2. 6 4g) £;&D*.£ 0 
SfiTKT-ttJim ^ooy ^;M^x-x;U (8. 3 5ml) 

h >T-g§§t 5 is U # 7^*7 7 A * o v h ? v 7 4 - \z «fc r> *f8i U 
«*18. 2 5g> JR$8 4%Tli^o 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 4 6 (s, 3 H) , 5. 1 
3 (s. 2H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d, J = 
9. 2Hz, 2H) 

M&Vm (FD-MS. m/z) : 2 1 6 (M + ) ,218 (M + + 2) 

£flS0J2 2 (#%0D 
4- h U-n~y^;l/f->-l -y b*i//1-;l<7 x;-Jl< 
f$k&\2 lT?|fc4-^o*- 1-y h + >^^;b7xy-^ (1 5. 99 g) 

*i*rh5b'KD77> (20ml) fcj&JKU 7^>^ffl^TmBRffi©^ 
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7**/*)USi% (1. 97g) 5i:af*<Di*fh7t Kn77>* 

^^KRo^ rh7th'D77> (lomi) iznmimm^o 

*WbHJ-n-7>X*X (2 3. 9 9 g) **o< 0i«TLfc. M&*4B£ 
MilftflU R^jK^j* 5 %J£fb7 •> Ajjcfcfci ^dd at?#® u 

»wJ;?)gfi0{t^l«r3 1. 3 9gs JR^l 0 0%Tff; o 

2 H-NMR (CDC1 3 , 9 0MHz) -.8 0. 8 0-1. 6 5 (m, 2 7 
H), 3. 48 (s, 3H), 5. 17 (s, 2H), 6. 91-7. 42 (in, 
4H) 

M##ril (FD-MS, m/z) :4 28 (M + +l) 

^»J2 3 (#%0J) 
4-b Kn *-/7x-;U 4- h *)7)\,*a/ f;l/7iz^ »h> 
^Jfe#)2 2 Til*: 4- h 'J-n-7>;l/f->-l -y h + i/^ f^7x> -;U 
(1. 2 8 2 g) irJ?HSnD©4 - (h ij7;l/tD^f;i/) OvV;^ o \) K 
(6 2 6mg) ^Dom (5ml) fcfc»U rfT^p© fcf* (Mj7xX 
» (II) *o«J K (8mg) *A*U 5*IUftL*:o 

Rl6a^|**ix-T^T^BII % x-r;Wi£|&fn7 Wta 'J -7 A7K&&T* 

«7ni/7A-e^L/: 0 iOTmff^fcff&tifc&ff (1. 02 8 
g) ^fh7bKD77> (2ml) Km**, * (5ml) £ 6 Nig&7j<j§ 
« (12ml) £flD*.T4. 5B*W*«ELfco SJ&a^fr&ttm^ h »J 7 A 
*»ttix-x;l/T?^BLx i-T;H^*fi6Kv^i/^ATft*S^ 
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Kfi^tfrii (FD-MS, m/z) :2 6 6 (M + ) 

(4- h'j7^tayf^7x^) {4- [(6, ht->-4-4^ 

4-? no- 6. 7-v^ h*->*yu> (8 1mg) £gifc0J2 3T$fc4 
-fcKD+->7i-;b 4- h 'J7;b^-Dy ^;U7jL.r.>/l/ ^rh>(2 8 8mg) 

*£&u 1 8 o°c*2 o^raa»Lfcn, sica^^*^>/7-b h > 

(2/1) T?gMt5?i*-> , J*y^nTh^7 7-f ~{CJ;t)fil«U 
fteto*- 98mg,JR$60%« o 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3H) , 4. 
0 6 (s, 3H) , 6. 6 8 (d, J =4. 9Hz, 1 H) . 7. 2 9 (d, J 
= 8. 5Hz, 2H), 7. 46 (s. 1 H) . 7. 47 (s, 1 H) , 7. 7 
8 (d, 3 = 1. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H) , 
7. 9 4 (d, J =9. 2Hz, 2H) , 8. 5 9 (d, J =4. 9 Hz, 1 H) 

Matffte (FD-MS, m/z) :4 5 3 (M + ) 

5 (#%0I) 

^Jfe^J22T^4-h'J-n-7*f-;^>-l-y h*>y f-;U7xy-;u 
(1. 282 g) <hmfiS n ° D cD4- h;U^^;U^D'J K (4 6 4mg) ^od* 
(5ml) lcf§A?U ffiJEBOf* (MJ7x-^X70) *<7'J*?J* 
(ID ^ d u K ( 8 m g ) £Aft> 8«rPdHB(EL*:o Rl6fi^«9*llteW 2 3 £ 
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Ifco t&ETMmmmmm (9 6 7mg) *^h*tKn7*> (0. 5 
ml) \z®M2^ tK (4ml) i6Nii»*»« (10ml) £flD*.T7$|BJ 

(FD-MS, m/z) :212 (M + ) 

H»J 2 6 

(4- [(6, 7-^y h*^-4-*y ;f*->] 7x-;l} (4-y 
5 L ;b7x-;l/) y^y > (3 0) 

4 -7 op- 6, 7-i^y r*i/*y U> (89mg) iH»W2 5"e»*:4 
-tFn+y 7 x-^ 4-yf^7x^ * h> (2 4 8mg) £iig&U 

1 8 o v<p i o ^np im, 2 a t moxm&mt * c 1 1= * eu 

BM<D<k&®£l 1 8mg> «$7 4rafco 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 5 (s, 3 H) . 4. 
03 (s, 3H), 4. 06 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 
H), 7. 27 (d, J=8. 6Hz, 2H), 7. 30 (d. J = 7. 9Hz, 
2H), 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9Hz, 2H), 7. 91 (d, J=8. 5Hz, 2H), 8. 57 (d, J = 
4. 9Hz, 1H) 
JtMAVrHL (FD-MS, m/z) : 3 9 9 (M + ) 

^&fe#J2 7 (#%flj) 

3-^on7x-il/ 4-b Ka^->7x-;l/ h > 
&5fe#l2 2T#fc4- HJ-n-7*5 L ;l/*>-l-;< F + ->yf^7x;-;b 
(1. 2 8 2g) <bmiSD c 2i©3-^PoK>vV^^o'J K (5 2 5m g) 
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DD*;bA (5ml) iZfemL rUJRfioex (h'j7x-^X7^) /*5 
^•7 A (II) 7DIJK (8m g) £Aft^ 7^fa1iS»{tL/:o KJftK6fe££M 

^itfco «ETffiKV±ftH^U (1. 9 1 4 g) HB (1. 5 
6 3g) fF7t Kd77> (1ml) ic^ftf^^ * (7ml) i 6 

N*»7k*« (17ml) ^Jn^T8B#F B 1i§^L/: 0 £JCS£tt*5QfcR| 2 3 £ 
raaiO^T^yiL^ Sg©<b^ftf*3 1 3 m g, iR* 2 2 KTfffco 
^S^tlrlS (FD-MS, m/z) :2 3 2 (M + ) 

H»J2 8 

(3-^DP7x-;b) (4- [(6, F^y-4-^;'J;b)^ 
->] 7x-;U} y^y > (3 1) 

4-* on- 6, 7-vy h*i/*V »J> (8 9mg) £ H»J 2 7 Tfi*: 3 
-^ DD ^^ 4-tKD*i/7x-Jb yh> (2 7 9mg) £jI£U 
1 8 0W2 0aiBfflB*Lfco ^»12 4<hl5)^©7jSTllS!t^CiU c kt) N 
**©^tt*6 7mg N JR$4 Q%T''Mtz 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz, 1 H) . 7. 31 (d. J 
= 8. 5Hz, 2H). 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 3 7^8. 03 
(m, 4H) 

M£*Hi (FD-MS. m/z) : 4 1 9 (M + ) 



WO 97/17329 



59 



PCT/JP96/03229 



4 - 1 -7*7-;U7xx;U 4-yh*>7x-^ h > 
ififfiiS©- hoy (5ml) <k iPIEa07-V-;b (541mg) <hrf? 
^ D n D £D4-t-7>;U^>vV;U^D>J K (98 3mg) ir&JRSOx* > v>7 
A(IIl)h»j7^D^^>x;^^-h (4 92mg) £1®*., 6 0°CICT2 

>r-m§at s ^ # w# ^ a * d -7 b 7 < - k * «? m; u mmoits®} 

£8 6 2mg, iR*64%-e*§/: 0 

(FD-MS, m/z) :2 6 8 (M + ) 

4-t-7'f;l/7x^ 4 -b Ko4i/7x-;l/ 

9TWc4- t -7*3^7xx;u 4-y F + ^i-^ >r h > 
(8 6 2mg) £N, N-^>fM;U7; K (35ml) lc&$U ^ h »J 
y^**/ h + i>K (5 6 2mg) ^rtjo^ 7;U^>^®^T3NfPa1ii^ Ltz a 

7 9 4mg, iR^9 7%T'^ 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 6 (s, 9H) , 
6. 92 (d, J=8. 5Hz, 2H). 7. 49 (d, J=8. 6Hz, 2H) 
, 7. 72 (d. J = 7. 9Hz. 2H), 7. 79 (d. J = 8. 5Hz, 2 
H) 

S?fi##HI (FD-MS, m/z) :25 4 (M + ) 
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HWJ31 

(4-t-7 > f-;U7x^;u) (4- [(6, lzJLLt±j£zA^±sjJd 
t±21 7±-Jl} it J > (3 2) 

4-^oo-6, 7-i>'y b*S/*7'J> (341mg) iH»J3 0T^ 
4-t-W7i-Jl/ 4-tKD + y7x-;U *t h> (7 7 5m g) &jg 
£U 1 5 0W1 5»HHW¥Lfco ^*1f>/7* h>T?«Ht*'>U *W 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 61. 38 (s, 9H) , 4. 
04 (s, 3H), 4. 06 (s, 3 H) , 6. 65 (d, J = 5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H) , 7. 5 2 (d, J = 8. 5 Hz, 2H) , 7. 7 8 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz, 1H) 

MMfiVrfe (FAB -MS, m/z) :4 4 2 (M + +l) 

H»W3 2 (#%W 
4- b'7x-;U 4-^ h4->7xJi;U 7~h> 

rUaSSO— h o y * > (5 0m 1) itu ?Ufi5 D °n©7-7-;b (3. 2 4 4 g) 
iOT o c S0 4-7x-;UK>'/^^^nU K (6. 5 0 0 g) imRS©-fvT 
;H:«7A (III ) htJ7**ny h (1. 86 1g)£flQ;U 

6 0ricT2 4l«mi*Lfco KJt«M**&?na**A-?&m> 
*;UAji^7k«i£KT^->^AT^L®ET^®±tT^^ (9. 8 
4 2g) ©—SB (1. OOg) ^*-9->/7-bh>1?fiBfltS'>»J*y 
;U*7A^o-7h/77-f-CJ:t)f||jiU *S©>fb^«-3 0 0mg N jR$3 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 0 (s, 3H) , 6. 
98 (d, J =8. 5Hz, 2H). 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t. J = 7. 3Hz, 2H), 7. 65 (d, J = 7. 3Hz, 2H) 
. 7. 76 (d, J=8. 6Hz, 2H) , 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 87 (d, J=9. 2Hz, 2H) 
M#fftt(FD-MS, m/z) :2 8 8 (M + ) 

H»J3 3 

^WJ3 2T#yr4-t'7 i ^;U 4-n^->7x^ ^rh>(2 6 7m 
g) £N, N-->VW^A7; K (20ml) IC^IU ^M^A^j-y 
H + ^K (1 6 2mg) £7)n;i N 7^i>IltT3WIL^o 
£1 0%<J >8e*&fc£&&x5^T£lU Mfx^JI^O. 5N58&®* 

>/#®xf-;!/Tg^-f £ > 'J t>f)lf} 7A^o7h/77^ -TfllS! 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 56. 91 (d, J = 8. 5H 
z. 2H). 7. 43 (t, J = 7. 3Hz. 1 H) . 7. 52 (dd, J = 7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J=8. 5Hz. 2H) , 7. 7 
5 (d, J = 7. 9Hz, 2H) 7. 77 (d, J = 7. 9Hz, 2H) . 7. 
83 (d, J=7. 9Hz, 2H) 
KS#tJfli (FD-MS, m/z) :2 7 4 (M + ) 
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*mn 3 4 

{4- [(6, h*i/-A-*J t±kl (4-tT 

7x-;iQ y^y > (33) 

4-*on-6, 7-v>V b**>*y 'J > (6 5mg) iHJte^J3 3Tl#fc4 
-t*7x-;U 4-t Ka*->7xiA * h > (7 9m g) £ig&U 1 8 0 
W3 0aHH*#Lfc o Sf5I^^D*j^/S|ifii, (i o/l) t 
S&St **■ $> U y n ? h 7 * J; 0 f»li! U XliOib^j* 5 0 
mg x W3 7«THfco 

* H-NMR (CDC1 3 , 9 0MHz) : 5 4. 11 (s. 3 H) , 4. 1 
4 (s. 3H) , 6. 7 4 (d, J =5. 3 Hz, 1 H) , 7. 3 0-8. 0 9 
(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 
JMftflHI (FAB-MS, m/z) :4 62 (M + ) 

H»j3 5 

rtjES©- h □ y ? > (1 0ml) ^ tUSSn B a 07-V-;b (1. 08 1 g) 
£TfflRS©2-*7 'J K (1. 9 06 g) imHfoS.©^ v f-JWVJ* 

(III) h 'J7;^ny^>^;u^^- h (6 2 0mg) %1}n*^ 6 0°CKZ8 

Bjf<m&uz 0 Kfom&toZTkt? uu*jiL.?ftw&, tu**)ii<m*mM 
>i-zmm s >"j t> *fA,u v a o o -7 h /5 7 7 >r - {c * «9 ms! u 

1 H-NMR (CDC I 3 , 5 0 0MHz) : 63. 89 (s, 3H) , 6. 
98 (d, J = 9. 2Hz. 2H). 7. 53 (t, J=8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz. 1H). 7. 86-7. 93 (m, 6H), 8. 



WO 97/1 7329 



63 



PCT/JP96/03229 



21 (s, 1H) 
R&ftVrW. (FD-MS, m/z) : 2 6 2 (M + ) 

^»J3 6 

SQft«3 5T?»fc4-y h*S/7xi;i/ 2-^7f-;u ^ h> (7 3 5mg) 
*N, N-yyf-^*AA7 5 K (2 0ml) fc*»U ^Mj7A^y 
•>K (4 9 1mg) *Jn* x 7*=r>»HftT5B*B«Lfco 
*60>J 3 3 i mo#tt£ft o T&S t « C t \z X K> , SflOftM* 5 9 5 m g , 
TO 8 6%T#^ 0 

H-NMR (CDCl 3 , 5 0 0MHz) : 56. 93 (d, J = 7. 6H 
2H), 7. 61 (t. J = 7. 0Hz, 1 H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J = 8. 5Hz, 2 H) , 7. 78-7. 80 
Cm. 1H) , 8. 02-8. 1 0 (m, 3H) , 8. 25 (s, 1 H) 
M£*rtt (FD-MS. m/z) :24 8 (M + ) 

£ffiPJ3 7 

{4- [(6. h*j/-4-4VU;l) 7 x-;UI (2^ 

7^;lQ y^y > (34) 

4-^dd-6, 7-v?y. U>(1 l 2mg) iHSfe^J3 6T»fc 

4-tKD+->7x^ 2-*7** >r h> (124mg) £S&U 18 

o °c* 3 o am* l tz 0 mmm&®*ffinm*%+ t 7 a*** ^dd 

fi*»»£ftfcKai (2 27mg) ©hK (50mg) £Bt)> ?dd*u/ 
^Kx^;u (5/1) TS§at5»«'>U*y;U^D^hr57-f-fcj;e)||H 
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* H-NMR (CDC1 3 , 90MHz) :64. 05 (s, 3 H) , 4. 0 
7 (s, 3H) . 6. 7 0 (d, J =5. 3 Hz, 1 H) , 7. 3 5 (s, 1 H) 
, 7. 4 8-7. 9 0 (m, 5H) , 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz, 1 H) 
M#Ur<I (FAB -MS, m/z) : 4 3 6 (M + +l) 

•USES©- Yuify (10ml) 4\ mfiSn a n©7- 7 ( 1 . 0 8 1 g) 
ir{?SS D n D o2-7 L yf ;l^o»J H ' (1. 4 6 6 g) imHS&eK yr/k'^ A 
(III) h 'j7;M-ny ?>X)l**-h (6 2 Omg) £fln;U 6 0t:iCT8 

t>* ^©<b£tl£9 6 5mgs iR^4 4%Ti#£ e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 9 (s, 3H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (d d, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H) , 7. 9 0 (d. J=8. 6Hz, 2H) 

KS##HI (FD-MS, m/z) :218 (M + ) 

W>J3 9 (Mm\) 
4 -t Ka^->7x~;l/ 2-*x^;U »h> 

^»J38-e^4-y h + ^7i-;b 2-^x^;U Vh>(8 0 4mg) 
£N, N-v>>^;U*;t^7S K (3 0ml) fcfcPU * HJ Si***,* 
•>K (6 4 5mg) *jp^ 7;U=f>£H»T5BSI8ffl»ELfco Ri6a^« 
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MM 3 3iH»©^i:tt,T»IU Mx?*!*****?*'* is* J*? 

*7A^D7^'77^- T?»«t * C i «fc 19 N M® ftftft* 7 0 2 m g s 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 6. 8 4 (brs, 1 H) , 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (d d, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H) , 7. 83 (d, J=8. 5Hz, 2 H) 
W&fiVrm (FD-MS. m/z) : 2 04 (M + ) 

H&0J4O 

{4- [(6 , 7-y7h^y-4-^'J^) 7x_;H (2-f 

X£jU) > (3 6) 

4-*no-6. 7-^hm;>J> (112mg) &ldfe#lS9TftA: 
4-tKo+i/7x-;l/ 2-f-x^U * h> (1 0 2mg) *»£U 1 6 

0^*4 o»ima»Lfc. sjt»6tt«JtiftM2 4 tmott-emtzzt 

^!©{{:&#f£3 4mg N PI IHT^fto 
*H-NMR (CDC 1 3 . 5 0 0MHz) : 64. 04 (s, 3H) , 4. 
07 (s, 3H), 6. 65 (d, J = 5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1H), 7. 29 (d. J=8. 5Hz, 2H), 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, 1=3. 1Hz, 
1H), 7. 75 (d, J = 4. 9Hz, 1 H) . 8. 00 (d, J=8. 6H 
2, 2H) , 8. 58 (d, J = 5, 5Hz, 1 H) 
Sffi##Hii (FAB -MS, m/z) :3 9 2 (M + +l) 



WO 97/17329 



66 



PCT/JP96/03229 



(4-^dd7x^) (4- [(6, h*is-4 z±2JJl> ±± 

f>] 7x_;M y^y > (37) 

4-^dd-6, 7-v>V 'J> (1 1 2mg) £ rfjg&Fn© 4 - * d 

D-y^-jl 4-tFo + ->7x^ >rh> (3 4 9mg) £?g£U 180 

°ctp2 0ftr$m&itz o mm.&®*?uu*)iL,/ft&x.3-)[, (5/n t-m 

^ H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 0 3 (s, 3 H) . 4. 0 
7 (s, 3H) , 6. 6 6 (d, J = 5. 3 Hz, 1 H) , 7. 1 9-7. 3 4 
(m, 2H) , 7. 4 4-7. 5 6 (m, 4H) , 7. 7 1-7. 9 9 (m, 4 
H) , 8. 58 (d, J=5. 3Hz, 1 H) 
Kfi£#Hit (FD-MS, m/z) : 4 1 9 (M + ) 

»]4 2 

(4-7;^D7x-;U) {4- [(6, 7- V* h*->-4 t 

7x-ji} (3 8) 

4-2QD-6, 7-i^y h^.>4yij> (1 12mg) irfTflSn n D 0 4-7;U 
*D7x^;U 4-t Kd+v/7x-;1/ >r h V ( 3 2 4 m g) £S&U 1 7 

ow2 oftmm&itzo mm&yiznMvu 1 iiii^cD^STJitMtsci 

K«fc!K ^S©^^1 1 4mg x JR$5 7%THfc e 

* H-NMR (CDC 1 3 . 5 0 0MHz) : <5 4. 0 4 (s, 3H) , 4. 

0 7 (s, 3H) , 6. 6 5 (d, J =5. 5 Hz, 1 H) . 7. 1 8 (d, J 

= 8. 5Hz, 1H). 7. 20 (d, J = 8. 5Hz. 1H), 7. 27 (s, 

1H) , 7. 2 8 (s. 1H) , 7. 4 7 (d, J = 8. 5 Hz, 2H), 7. 
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8 6 Cd, J =8. 5 Hz, 1H) . 7. 8 8 (d. J =8. 5 Hz, 1 H) , 
7. 90 (d. J=8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
JMbWHi (FD-MS, m/z) : 4 0 3 (M + ) 



Jl»J4 3 

{4- [(6, 7-vn^y-4-^y 'J;b) 7x-;M (y^.- 

>±) * $ J > (3 9) 

4-?oo-6, 7-2>y h + 'J > (9 lmg) tifflk&VA-t Ko 
+ 'X>'/7x;> (2 4 3mg) £££U 18 0t*3 0^F B »L/: o S 
3 1 £ E»©;«F 5lii:<t^ Sfio-fb^ft* 3 8 
mg N C*2 4«T?»fc 0 

X H-NMR (CDC 1 3 , 9 0MHz) : 8 4. 0 3 ( s , 3 H) , 4. 0 
5 (s, 3H) , 6. 6 6 (d, J =5. 3 Hz, 1 H) , 7. 3 1-7. 9 9 
(m, 11H), 8. 57 (d, J = 5. 3 Hz, 1 H) 

MfeMrfc (FD-MS, m/z) :3 8 5 (M + ) 

3l»J4 4 (#%fl|) 

3, h^i/ h;bx> 

74?h-h»J;U (2 0 0ml) (wffiflRSOtf^w (5. 77g) 
S-tK ^f-;MK» (8. 4 7ml) £&K*«J$A (12. 3 g) £j&Q;iT, 
2 . 5 B$Rffl88fE L fz 0 SfiSS^^^TK K * tf„ ?dd * T*#ij& N ? o □ 

^t>/ftixf;l, (5/1) TfiH^S^yrty^rt^A^n^h/^* 
-TifSSN-^CiKckt), £@©ft&$l£5. 0 4gx JR*8 296T»fc. 
1 H-NMR (CDC 1 3 . 5 0 0 MHz) : 8 2. 3 0 (s, 3 H) , 
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3. 76 (s, 6H), 6. 30 (s. 1 H) , 6. 37 (s, 2 H) 

Uterus mm\) 

fttKrh^t Kd77> (10ml) KH»J4 4Ti#*:3, 5-5*;* h*v/ 
h^x> (l. 00g) £*«?U ^^fflmT- 4 5 0 C4«miSD a DCD2. 5M© 
n-7>;b'J^ ^A—N+if>^ (2. 9 0ml) 3 0 #Ph1$# 

Lfc 0 MJc N rf!iS n n D ©4-y h + yOvVJb^DU K (1. 2 3 g) 
tKo77> (10ml) £igf¥U -4 5XJ*T»0- 3 < 0»Dx.fco ll$fflS£ 

x*;U (5/1) T-SMt5>"J*^*7A^DT h/77^-T)ftKf <5C 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 8 2. 4 0 (s. 3H) , 3. 
6 9 (s, 6H), 3. 8 5 (s. 3H) , 6. 43 (s, 2H), 6. 89 
(d, J = 9. 2Hz, 2H), 7. 82 (d, J=9. 2Hz, 2H) 

S&60H4 6 (#%0J) 
2, 6- v^b -y f-;U7x-;U 4 - t Kn*:/7 »F 

• y_ 

*l**{by^l/> (10ml) tcH^4 5T'H7t2. 6-5M h**>-4- 
^^xz;l- 4-n^J/7x-^ 7-h> (3 2 lmg) t»»U 

h y (3 4 9ml) < I9an^^ M+T-Hft 



WO 97/17329 PCT/JP96/03229 

6 9 

X H-NMR (CDC I 3 , 5 0 0MHz) : 52. 16 (s, 3H) , 6. 
16 (s, 2H), 6. 79 (d, J=8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

H»J4 7 

(2, 6-yt:KDty-4-yf^7x^.;Q (4- [(6. 

y-4-4yj^) 7xz;M (4 2) 

4-* do- 6, 7-vV h + i/+y'j> (6 1 nig) i H» 4 6 T^c 2 , 
(lOOmg) *«?xf U>^i;a-^.^f;i,i-^ ( 0 . 5 m i) 

1 7 0^*2 o»wai»Lfco KJ&XM*im*K***- b »; »7A** 

/^;-;l/"(100/l) T-m®tZisi)1jf)l1]72*>>a-?b!r57 4-lz 

1 H-NMR (DMSO, 5 0 0MHz) : 
8 2. 18 (s, 3H) , 3. 9 0 (s. 3H) . 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J = 4. 9Hz, 1 H) , 

7. 3 2 (d, J =9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 4 3 (s, 
1H) , 7. 82 (d, J = 8. 6Hz, 2H) . 

8. 54 (d. J=5. 5Hz, 1 H) 

®M#$ffft (FD-MS, m/z) :4 3 2 (M + + l) 
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6, 7-^^ (4-^hQ7x;4y) ^/'J> 

4-?ua-6, l- : Jt b*i/*y »;> (1. 84g) imi5n D n04--h 
□ 7xy-;K3. 4 2g) *fiH? % 1 7 0tiCT5 0#mt#ltz o M&tZ- 

^m&mzmi*%i-hvoi**®mijQz., mm** jut- m 

7^^D7h^77^-ia^l!U %m<D<t&V>}£4. 5 4g N JR^8 9% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 1 (s, 3 H) , 
4. 06 (s, 3H), 6. 69 (d. J=4. 9Hz, 1 H) , 7. 27 (d, 
J =9. 1Hz, 2H) , 7. 3 7 (s, 1H), 7. 4 7 (s, 1 H) , 8. 
32 (d. J=9. 1Hz, 2H). 8. 62 (d, J=4. 9Hz, 1 H) 

M£flrtt (FD-MS, m/z) : 32 6 (M + ) 



mm 4 9 

6, 7-?y r**-4- (4-7^7W*-» *y D> 
6, 7->M r+^-4- (4--hn7xy + -» +7 >J > (1. 0 Og) 
£N, N-y> f-;l,*M/A7 5 K/ft»x^;U (30ml/15ml) tefcJBU 
1 09f*Kfc/< 5 (6 9mg) «niU **»HftTS«ICTl 7 

fcWMciOH- h 'J ^A-ctHlfco «EET«tt»»4L> mm®itm*7 9 9 
mg, JR$8 8%T^fc 0 

1 H-NMR (CDgOD, 5 0 0MHz) : 54. 0 0 (s. 3H) , 
4. 00 (s, 3H), 6. 47 (d. J=5. 5Hz, 1 H) , 6. 82 (d, 
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J = 8. 6Hz, 2H), 6. 96 (d, J=9. 2Hz. 2H), 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
OT##rM(FD-MS, m/z) :2 9 6 (M + ) 

H»J5 0 

N- {4- [ (6. h*->-4-*7 jjxjb) 7x_;U} - 

3 -b°'J^> ft K (6 1) 

6, 7-vV h*->-4- (4-7^7x; + y) *y U > (57mg) t 
:3^>8£ (3 7m g) £N, N- ^ f-;U^;UA7 ; F (2ml) \z 
®Wltz'&, (3* -v7W;;^Dt^) ftJWJJ i 

mmm (7 9m g ) ztuz-, muizx 5tiffflm&itz 0 mm.&mz-kmn 

l*o ^E-fC^^^t ^ C t \z J; *3 ^ ^tltz^Bitm^-f-JlX-m 
U 3tji©{b£$l£4 7mg s JK$6 1%TH^ 0 

X H-NMR (CDC1 3> 5 0 0MHz) : 6 A. 05 (s, 3H) , 4. 
06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1H), 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (d d, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J-9. 2Hz, 
1H), 8. 26 (d. J=8. 5Hz f 2H) , 8. 49 (d, J=4. 9H 
z. 1H) , 8. 7 9 (d, J = 3. 7 Hz, 1 H) , 9. 1 3 (s, 1 H) 

MbMFr* (FD-MS. m/z) :40 1 (M + ) 



WO 97/17329 PCT/JP96/03229 

72 

H»J5 1 

N- {4- [ (6. tzll H*->-4-*y jj-£i±) 7x-;l) - 

(3, 4-^ ^->7i^) ^MjjjJ K (62) 

6. 7-x> h*i>-4- (4-7^7xy + » *y<l> (56mg) £ 
miSu D D03, 4-^h*y$Jlii(6 0mg) £N, N- *;W*;i,A7 
^ K (2ml) K&APU 1 -xf-;U- 3 - (3* -y>W5;^D^) 
*;U#S>-f $ Kttlttg (8 lmg) £fln*.> MKT 2 2^W«ff Lfco ££fl 

r U * AT** Lfc. ttSftiffli»£ttx £S$£ * o n *'*A/7* h > 
(1 0/1) TJRH51-Si/y*y^5A^D«7 h^77-f -lw«fci)H8!U ^ 

X H-NMR (CDC l 3 , 5 0 0MHz) : <5 3. 8 7 (s, 3 H) , 3. 
8 7 (s, 3H), 4. 0 6 (s, 3H), 4. 07 (s, 3H), 6. 48 

(d, J=5. 5Hz, 1H), 6. 63 (d, J = 8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H). 7. 43 (s, 1 
H) , 7. 55 (s, 1H). 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1H) 

®ft##HI (FD-MS, m/z) :4 6 0 (M + ) 

H»J5 2 

N- {4- [ (6, l-VJ H^>-4-*y l)x;U) 7xi;H - 

^2-E^±j2^ik£±li !f (6 3) 

6, h*'>-4- (4-7;;7iy + «» *J U > (5.2mg) i 

rfJIRn^Cy^D^+lf^*;!/^^ (4 6mg) £N, ^>MwUA7 $ 

K (2ml) fc»J*U (3' -^W^^ah^) £ 
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;m^-< ^ mm& (8 4mg) muizT2 2mBmftitz'&, nmm 

* H -NMR (CDC I 3 , 5 0 0MHz) : 6 1. 3 0 (m, 2 H) , 1 . 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 97 
(m, 2H), 2. 26 (m. 1 H) , 4. 05 (s, 3 H) , 4. 05 (s, 
3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 14 (d, J = 8. 5H 
z. 2H) , 7. 3 6 (s, 1H) , 7. 4 2 (s, 1 H) , 7. 5 5 (s, 1 
H), 7. 63 (d, J=8. 5Hz, 2H) , 8. 47 (d, j = 5. 5Hz, 
1H) 

®E£#HI (FD-MS, m/z) :406 (M + ) 
H*f60J5 3 

N- (4- f (6, 7-v>V h*v-4-*y .j j-jj/j 7^_;M - 
2--7^yjj)i^:^j y (6 4) 

6, 7-i/*y h*->-4- (4-7^7 7xy + y) *y >;> (5 5mg) £ 
mi&o D n 02 -7 5 (32mg) £N, N - f-7l/*;UA7 ^ K 

(2ml) mjgtfU l-x^;u-3- (3* -^7W;^Dt^) 
tfSMS Kg&ig (9 1mg) ^Jn^ W&\zt2 2 B^fltft I H^J5 
1 £@«©i*ftK:.fc-»TflliS!U ^Ji©^^3 5mg N iR^M 8%T'^ 0 

* H-NMR (CDC1 3> 5 0 0MHz) : d4. 0 4 (s, 3H) , 
4. 05 (s, 3H), 6. 49 (d. J = 4. 9Hz, 1 H) , 6. 57 (d 
d. J-l. 8, 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2 H) , 
7. 2 8 (d, J = 7. 9Hz, 1H) . 7. 4 2 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 5 6 (s, 1H) , 7. 7 7 (d, J = 9. 2 Hz, 2H) , 8. 
35 (s, 1H) , 8. 49 (d, J = 5. 5Hz. 1 H) 
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M$Mfrtt(FD-MS, m/z) :3 9 0 (M + ) 
H»J5 4 

N- {4- [ (6, l-Vi Y*i/-A-*J U-;tQ ?x-;U - 

3-f^7t>^m»$ K (6 5) 

6, 1- : J* h + (4-7U7x;^» > (5 4mg) £ 

rPBSa©3-f-*7x>*;^>il (4 4mg) £N, N - *;U*;UA7 S 
K (2ml) fc##U l-xf^U-3- (3' -/7f^7;;^Df/W £ 
;M*SM * Ktfifett (8 2mg) £Jd** MfcT3 lB$HttfcLfc«U mm 
5 1 £R$©t*mcJ:oTttt!!U 36«®fl:£4&£4 lmg s i»5 5%?f#/c 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 2 (s, 3H) ,. 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J-l. 2Hz, 
1H) , 7. 5 6 (s, 1H) . 7. 7 3 (d, J = 8. 6 Hz, 2H) , 8. 

05 (dd, J = l. 2, 3. 1Hz, 1 H) , 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

M»*r* (FD-MS, m/z) :4 0 6 (M + ) 

N- {4- [ (6, 7-i^ h*->-4-*y U ■=.;!/) t±j/\ 7x-Jl} - 
(4->fo7x-i) a;U**-frS K (6 6) 

6, 7-v?y h + i/-4- (4-7i;7x; + » 47 ■>> (l 1 Omg) 
imi5D D n©4--hu$m#K (1 0 Omg) £N, N - v>V f-;b*;Ux\7 $ K 
(4ml) 1 -xf\>U-3- (3' ->M *;U7 5 ^ 7*o tVl/) rt;U 

#s>-r s mmm a 7 6m g ) «n*. % met 2 zmamiums mmm 
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5 o t mmmmz * -> xm u mmwt&toz i 2 6 m g , m 1 1 mm 

*H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 9 (d. J = 5. 5 Hz, 1 H) , 7. 2 9 (d, 
J = 9. 2Hz. 2H) . 7. 3 9 (s, 1 H) . 7. 5 2 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1 H) 
. 10. 7 (s, 1H) 
tt&fflL (FD-MS, m/z) : 4 4 5 (M + ) 

H$fc#J5 6 

N- {4- r (6. 7-^h^>-4-^'J^) ^y] 7x-;M - 
(N, N-;yw^7x^) *M±li K (6 7) 

6, 7 -it/ h + i/-4- (4-7;;7xy + -» *y i; > (5 1mg) «h 
mK n D a©4-->V^;b7^y$m#ie (44rag) £N, N-i?^A*jU7 
5 K (2ml) KigtfU l-xf-;U-3- (3' -i^*;U7$ y7nt';l/) 
*;M?s;-r$ Ktttttt (8 3mg) £Jd*. x SflfcTl 6l$Wit#lfc& N gjfe 

1 H-NMR (CDClg, 50.0MHz).: 63. 0 6 (s, 6H), 
4. 05 (s, 3H), 4. 06 (s. 3H). 6. 48 (d. J=4. 9Hz, 

1H), 6. 71 (d, J = 8. 6Hz, 2H), 7. 17 (d, J=8. 5H 

z. 2H), 7. 44 (s, 1H), 7. 57 (s. 1 H) , 7. 74 (d, J 

= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2H) , 7. 94 ( s . 
1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
M£#flg (FD-MS, m/z) :4 4 3 (M + ) 
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mmm 5 7 

N- {4- [(6, 7-yyhty-4-^/'J^)^^] 7x_;U) - 
(4-7-tr^;U7 ji-Jl) ivl7}<*Vi K (6 8) 

6, 7-<>V h*«>-4- (4-7;;7x; + -»+yj> (5 4mg) <h 
miSp D a©4-7-t?^^m#K (46mg) £N, N-y7f;l,-t^A7; K 
(2ml) (c*g)|?U l-x^;U-3- (3' - 2/ 9)^7 x J t°d t°;U) 
tfvM^ Ktt££ (8 7mg) £tD;i N SfflfcT2 2B#Wi*#Lfcau gffiftl 
5 0iH«©iimc«koTfflf«!U M©fl:£«j£4 3ing N 3 %T*§jt 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) .82. 6 6 (s. 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H) , 7. 2 8 (d, J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1H) , 7. 
5 2 (s. 1H) , 7. 9 4 (d, J =9. 2Hz, 2H) , 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 

M:##Hi (FD-MS, m/z) :4 4 2 (M + ) 



£Jfc0J5 8 

N- {4- [ (6, 7-^/ h*->-4-*y 'J^;tQ 7x^;U} - 

(4-7 , f-;U7x-;U) K (6 9) 

6, 7->>y h + y-4- (4-7;y7i; + y) */* 'J > (54mg) t 
OTn n D©4-7 , f-;U^mSS? (5 4mg) £N, N- vMf--MwUA7 $ K (2 
ml) icjgtfU 1 -xf-;b-3- (3' - ^;U7 t*p fcf;lO ^;Ut^ 
-T 5 KgR* (8 5mg) ^JdA, MSICT2 2 NfKtW^ L feStx ggtfcftl5 1 i 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 0. 9 5 (t. J = 7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 4 
8 (d, J =5. 5 Hz, 1H) . 7. 1 9 (d. J =9. 2 Hz, 2 H) , 7. 
3 0 (d, J = 8. 6 Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 5 7 (s, 1 
H), 7. 75 (d. J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
Ma*?* (FD-MS, m/z) :4 5 6 (M + ) 

HJfe#J5 9 

N- {4- f (6, h*i/-4-*; **;/| 7x^.;H - 

(4-7;;7x-^) a^Hf^gj K (7 0) 
(4- [(6, 7-/n + y-4-+yj^)^-/]7x-;H (4- 
-hD7x_;l/) rt^M?*?* K(10 0mg) £N, N-*J/*j],*jiA7Z 
K/WUxf-A (9ml/5ml) CiffU (6 9m 

* * U 5 A * □ t h / 7 7 < - <fc & U jkM 

£8 5m g> W9 1«T»fc, 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 9 5 (s, 3H) , 5. 7 5 (br s, 2H) , 6. 4 6 (d, J =4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J=9. 
2Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 7 3 (d, 
J = 8. 5Hz, 2H), 7. 8 9 (d. J=9. 2Hz, 2 H) , 8. 46 
(d, J = 5. 5Hz, 1H) , 9. 90 (s, 1 H) 
®S##Hi (FD-MS, m/z) :415 (M + ) 
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N- {4- [(6, l- } J/-h**/-4-*J *)-Jl) ±±j/\ 7j.-M - 
4-£t) ! J>ii)l,$*-V-Z K (7 1) 

6, 7-vV h*i/-4- (4-7U7xy + y) * J y > (5 3mg) £ 
rUISiSO^ V~n^>iS (4 5mg) £N, N-^7fW/l/A7: K (2ml) 
fc&A?U l-xf-^-3- (3' -Vt*)\,7 I J 7"d t°;lO ij)\,#*J4 I K 
(9 8mg) £jjn*. N MfcT6 2B#IHBt#Lfc8U Jl» 5 1 £ letfi© 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3H), 
3. 96 (s, 3H) , 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) . 7. 52 (s, 1H), 7. 
88 (d, J=4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2H), 
8. 4 8 (d. J =4. 9 Hz, 1 H) , 8. 8 0 (d. J =4. 3 Hz. 2 H) 
, 1 0. 6 (s, 1H) 

II^I (FD-MS, m/z) :40 1 (M + ) 



N- {4- [ (6, 7-?/ h*->-4-*yi)~;U) 7x-M - 

2~ft7x>W>»; K (72) 

6. h + i/-4- (4-7;;7x^i/) 'J > (5 0mg) £ 

rfJfl5D a D 02-^3j-7i>^;U*'>ij? (4 6mg) £N, N - >V *-;U*;UA7 S 
K (2ml) tc&«¥U l-x^;U-3- (3' -i^y $ J-fu $ 
b$ s Mi mWt& (9 9mg) £Jn;u SfifcT6 2l#Hl«#Lfcau HSfe^J 
5 1 <»: TO©*f^t J: o TfWBI U MOftdlK 3 7 m g> JR$ 5 4 KTf§fc„ 

X H-NMR (CDC 1 5 0 0MHz) : 54. 02 (s, 3H) , 
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4. 04 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1H), 7. 11 (m, 
1H) , 7. 1 7 (d, J =8. 6 Hz, 2 H) , 7. 4 0 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2H), 7. 73 (m, 1 H) , 8. 38 (s, 1 H) . 8. 48 (d, J = 
4. 9Hz, 1H) 
MMfttirm (FD-MS, m/z) :4 0 6 (M + ) 

ft»J6 2 

N- {4- [(6, 7-^hf>-4-^'J^)t4->] 7x-JU} - 
4-b < 7x-;^;^>f; K (7 3) 

6, 7-i>^ h^i/- 4 - (4-7i;7x;^-» (5 2mg) £ 

hVJ-?-JlTi>/mt*1-U> (3ml /2ml) fcB»U m&D° a ©fc*7x 
-^j^>^d«J K (8 0mg) ^Jo^ lzg{cT2 5^it^L^ 0 

h tlfcg|2g£ tun *;U A/7 -fe h >T"Jg&g-r %>v*)ii YJVfi 7A^D7h/ 

^^9ra g> JR^l O^Tlffco 

X H-NMR (DMSO-dg, 50 0MHz) : 6 3. 9 5 (s, 3H), 
3. 95 (s, 3H), 6. 48 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz. 2H), 7. 40 (s, 1 H) , 7. 43 (t, J = 7. 3H 
z. 1H), 7. 5 0-7. 5 3 (m, 3 H) , 7. 77 (d, J = 7. 3Hz, 
2H), 7. 85 (d, J=8. 6Hz, 2H) , 7. 96 (m, 2H) , 
8. 08 (d, J = 8. 5Hz, 2H), 8. 48 (d, J=4. 9Hz. 1 H) 
. 1 0. 4 (s, 1H) 
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M#flH6 (FD-MS, m/z) :4 7 6 (M + ) 
HJfe0J6 3 

N- {4- [ (6, l-'J/ Y* ! s-4-*J ij£jU) jvfrj/j 7i-;b) - 
(4 -7* h*i/7x-Jl/) ftjrt/£fHL> K (7 4) 

6, 7-vV h*>>~4- (4-7^7x;+'» +yj> (5 2mg) £ 
Hjx*;U7S>/M;y*t/> (3ml /2ml) iifgggU rfffl£ D n D© 4 - 7* 
hJ-isgmmtaV K (0. 0 7ml) £fln;U g&HT3 0B#P H 1$#l*:&, 

6 2 1 nmv>m\z ± ~> xm® is mmon^®* 3 4 m g , m a 1 % 

X H-NMR (CDC1 3 , 500MHz) :<5 0. 99 (t, J=7. 3H 
z. 3H) , 1. 5 2 (m, 2H) ,1.80 (m, 2H) , 4. 0 3 (m, 2 
H), 4. 04 (s, 3H), 4. 05 (s, 3 H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2H) , 7. 18 (d, J = 
9. 2 Hz, 2H) . 7. 4 6 (s, 1 H) , 7. 5 7 (s, 1 H) , 7. 7 4 

(d. J=9. 2Hz, 2H). 7. 86 (d, J=9. 2Hz, 2H), 8. 
10 (s, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 

Kib^tfHi (FD-MS, m/z) :4 7 2 (M + ) 

H&0J6 4 

N- {4- [(6, 7-^^y-4-^'J-^)t^->] 7x-;l} - 
(4-yot7x^) K (7 5) 

6. 7-i^y h*i/-4- (4-7^7xy + i/) (5 2m g ) t 

rfrflSS© 4-7 (78mg) £N, N- >M ^;l/*;l/A7 * K (2 
ml) (C&AIU l-x^;u-3- (3* - it* ?)17 i J 7°o h';U) rt;!,**^ 
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<i \ mmm u 0 2mg) zm*., mutzi mm.witz&, nmm i 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 7 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d, J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s. 1H) , 7. 6 5 (d, J = 8. 6Hz, 2H) , 7. 8 4 (d. J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J=5; 5Hz, 1H) 
M#0Ht(FD-MS, m/z) : 4 7 8 (M + ) . 4 8 0 (M + +2) 

^Jfe^J 6 5 

N- {4- r (6, 7-v;< h*i>-4-4V ll_;U) 7x_;H - 

(4-^ h*->a;l/;jCji;l,7x~;l/) a^j^-gj; k (7 6) 

6, 7--?y h + v/-4- (4-7^7i; + y) +yj> (lOOmg) 
tm&V*;/ T-)\,i-\<l5m (13 0mg) £N, N-y^muT 
^ K (4ml) izfemu l-x^u-3- (3' - ->'y *;U7 ^ y 7d t°;b) 
**#s;-f ; K^K^ (2 2 7mg) MfiJcr 1 8I$Pb1$#1*:& n % 

* H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 9 8 (s, 3H) , 4. 
06 (s. 3H). 4. 06 (s, 3H) , 6. 49 (d. J = 4. 9Hz, 1 
H), 7. 22 (d, J = 9. 2Hz, 2H) , 7. 43 (s, 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J = 9. 2Hz, 2H) , 7. 97 (d, 
J = 8. 6Hz. 2H), 8. 18 (d. J=8. 6Hz. 2 H) , 8. 49 
(d, J = 5. 5Hz, 1H) 
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M£flfffi (FD-MS, m/z) :4 5 8 (M + ) 

N- (4- [ (6, 7-'Jjf h*»>-4-*y jj£Jl) jhjj/j 7x£JU) - 
2-fU v>a;t,*>iM K (7 7) 

6, 7-v>V h + v/-4- (4-7?;7xy + y) *y"J> (5 0mg) £ 
mg5o D D © fa >m (42mg) £N, N- f-;U*;l,A7 S K (2ml) ic 
fc#U l-x^;U-3- (3' -^f/l/7i/-/Dt^).*/^j K£ 
(1 2 3mg) £Jn;U MfcTl 9B#|HJ«#Lfc8U H&0J5 1 

1 H-NMR (CDClg, 5 0 0MHz) : 6 4. 0 6 (s, 3H) , 4. 
0 6 (s, 3H) , 6. 4 9 (d, J =5. 5 Hz, 1 H) , 7. 2 3 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1H), 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H), 7. 89 (d, J=9. 2Hz, 2H), 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1 H) , 8. 50 (d, J = 5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

SCfb^flHil (FD-MS, m/z) : 4 0 1 (M + ) 

N- {4- [(6, Tjz2A H*->-4-*y »j-;u) *±j/\ 7x_;l) - 
(4-b Kp^->^;^-;1/7x^^) fiA£±±i K (7 8) 
(4- [ (6, 7-i?y h + v/-4-+y D^JlO 7x-;b} - (4 

h+i/*/l/#-^7x-/l/) Y*kt* J-k (3ml) fcfcjj? 

U 3 396*»ft*»J->A**tt (1. 5ml) feflDX-x MT2«riaaH$Lfco 
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^S©rt;&$5£3 4mg, W4 5%-Z?*#fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J-9. 2Hz, 2H). 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4H), 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 

(FD-MS, m/z) :44 4 (M + ) 

H»J6 8 

N- (4- [ (6, 7-^^'>-4-^;'J-/b)^->1 Z±aM ~ 
ftn'OfyijA,**-* % K (7 9) 

6. h*<>-4- (4-7^7i7 + -» +yj>(53mg) £ 

OTS®<>*o^>£>a,M(>n (66mg) £N, N-^f;^7; 

K(2mI)fc»WU l-xf-^-3- (3* - y> *;U7 $ y 7o fJb) * 

* t*mmm. cnomg) zmz., mcti mmmnitz^ mm 

«5 1 ^nHOIimc^oTimiU M®ft6ft*3 5mg, JR$5 0%T*§ 

/Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1. 64 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4H) , 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s. 3H) . 6. 44 (d. 1=4, 9Hz, 
1H) , 7. 1 3 (d, J = 9. 2Hz, 2H) , 7. 4 5 (s, 1H) , 7. 
55 (m, 1H), 7. 65 (d, J = 8. 6Hz, 2H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 
%&#Vrm (FD-MS, m/z) : 39 2 (M + ) 
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N- {4- [ (6, Izll t±k—iz±Z ] )->W **'>3 y*-Jl) - 
7 K (8 1) 

6, 7-^h + y-4- (4-7i;7x;*y)+;'J>(51rag) i 
«07^7>^>*;^>i (HOmg) £N, N-^fWA7; 
K (2ml) izmmU (3' -^WUrn^) * 

;UsK?>f S KttjRg (1 0 7mg) SflCTl 5B*IBH*#Lfcfcs HJfe 

0J5 1 &HII©*fl£fcJ:c>Tll»!U %m<D<t&mi 3mg, JR*1 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : d 1. 8 2 (m, 6 H) , 
2. 0 0 (m, 6H), 2. 13 (m, 3H), 4. 05 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (d, 
J = 9. 2 Hz, 2H) , 7. 4 2 (s. 1 H) , 7. 5 5 (m, 1 H) , 7. 
64 (d, J = 9. 2Hz, 2H), 8. 46 (d. J=4. 9Hz, 1 H) , 

MfcWfit (FD-MS, m/z) :4 5 8 (M + ) 

H»J 7 0 

_N- {4- [ (6, IzJLd H*'>~4-*y 'J~;l) *^>J 7x-M - 

(4-7-fe ht->7i^) ^ik£±±i K (8 0) 
6, 7 -it/ h**>-4- (4-7;;7*; + y) +7'J> (HOmg) 
£mi& n D n<D4-7-fe h (2 0 7mg) £N. N- *y *-;U*;UA7 
*K(6ml)fc»fl¥U l-x^U-3- (3' - v?/ *;U7 $ y 7d t\«0 
**#5>-f5 Mfltg (2 2 3mg) fcJra*., MET 7 WW* HJfe 
0J5 1 il?I«0*fttwJ;oTai»|Lx MIOftM^l 2 3mg N JR^7 2%T' 
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H — NMR (CDC 1 3 , 500MHz) : 6 2. 3 5 (s, 3H), 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) . 7. 21 (d, J=9. 2Hz, 2H) , 7. 25 (d, J = 9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J = 9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J = 8. 6Hz, 2H) 
. 8. 5 0 (d. J =5. 5Hz, 1 H) , 
irit##rM (FD-MS, m/z) :4 5 8 (M + ) 

N- {4- [ (6, 7-^y h*->-4-*y 'J~;U) - 
2- (6-7-tr h*i/j-7?Jl) 1±M±±Z K (8 2) 

6. 7-*J* h*<>-4- (4-7;;7x;*i/) > (5 lmg) £ 

TUBES© 6 -7* h + ^- 2-^-7 hx$ (12 lmg) £N, N->^;U* 
^A7^ K (2ml) \zmU 1-2-3-JI-3- (3' - *V f-;b7 $ y 7°d 
t°;lO S K£&& (1 2 4mg) £fln;u g&KT 1 3mpr B 1lt^L/c 

5%T-^ 0 

* H-NMR (DMSO-d 6 , 5 0 0MHz) : 62. 3 8 (s, 3H) , 
4, 03 (s, 3H), 4. 05 (s, 3H), 6. 49 (d, J=5. 5Hz, 
1H) , 7. 2 0 (d, J = 9. 2 Hz, 2 H) , 7. 3 0 (dd, J =2. 4, 
9. 2 Hz, 1H) , 7. 4 2 (s. 1 H) . 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz. 1H), 7. 81 (d, J = 9. 2Hz, 2H) , 7. 
86 (d, J=8. 6Hz. 1H), 7. 89 (d, J = 9. 2Hz, 1 H) . 
7. 94 (d, J = 8. 6Hz, 1 H) , 8. 38 (s, 1 H) . 8. 49 (d, 
J=4. 9Hz, 1H) 
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HSatJrte (FD-MS, m/z) :5 0 8 (M ) 

mmm 1 2 

N- {4- [ (6, l-V* Y±2zAz±Z 'J-AQ t±Jd 7jl-M - 
(4 -fc Ko*->7x-JU) K (8 3) 

N- {4- [ (6, h + ->-4- + y 'J-^) 7i_;i/} - 

(4-7th + ->7x^) K (1 0 3mg) (4m 

*x.-f-)l>T*m&L SS©{t£«:7 7mg, iR$82%Tr?i^o 

1 H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 6. 87 (d, 
J =8. 5 Hz, 2H) , 7. 2 4 (d, J =9. 2 Hz, 2H) , 7. 3 9 

(s, 1H), 7. 52 (s, 1H). 7. 87 (d. J=8. 6Hz. 2H). 
7. 9 0 (d, J =9. 2 Hz, 2 H) , 8. 4 7 (d, J = 5. 5 Hz, 1 H) 
,10.1 (s, 1H) 

nmfim (FD-MS. m/z) :417 (M + +l) 

2IWJ7 3 

N- {4- [(6, 7-^y h*->-4-*/ ',»-;U) 7x_;U} - 

2- (6-l:Ko4->t7f/b) K (8 4) 

N- {4- [(6, 7-^^->-4-+yj-^)^y] 7x-/H - 
2- (6-T-t?h + i/±7f-;b) fiJl*;*Vi K (47mg) (4 
ml) icfcJBU 3 59ftKIMb*USA**S[ (2ml) *tD*^ 3fi?5*M 
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m#im, mmmi 2 tmmmzz-ozmu mouses 7 mg . 

W8 6%Ti#£ 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 7. 18 (m. 
1H) , 7. 2 0 (s, 1H) , 7. 2 7 (d, J = 8. GHz, 2H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d. J=8. 5Hz, 
1H) , 7. 9 2-7. 9 8 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0(brs, 1H) . 10. 4 (s, 1 H) 
M##HI (FD-MS, m/z) :4 6 7 (M + +l) 

N- (4-y h^>7x-;U) -N' - (4- f (6, 7--^ 

6, 7-5>* h + y-4- (4-7U7x^-» *y U > (5 3mg) £ 
n*i> (3m J) i:|.WL^ 4-y K^x-;Kvy7^- h 
(0. 2ml) *JQA, 3 0£mtaftSftLfc. WflLT*fcM«|*u h 
*x > -eft**- s c i , c j. |5 juioft^t 5 4 m g . «» 6 8 XTHfc 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 7 2 (s, 3H), 
3. 94 (s, 3H). 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J=8. 5Hz, 2H) , 7. 19 (d. J = 9. 2H 

2H) , 7. 3 7 (d, J = 8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2 H) , 8. 46 (d, 
J = 5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1H) 
®fi#tfrM (FD-MS, m/z) :44 5 (M + ) 
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SUM 7 5 

N- (4-7;^o7xz;l/) -N / - {4- [ (6, 7->M h*->-4- 
42l£J{0 ±±jA 7x-Jl) VlsT (4 4) 

6, h + ->-4- (4-7i;7i; + y) +;>J> (54mg)^ 

Ml<x> (3ml) lcM$J|?L£^ 4-7^tD7x;;K7y7?-l> 
(0. 2ml) £1®^ 7 0^MfiML^o LT££& H ^£&m U h 

X H-NMR (DMSO-d g , 5 0 0MHz) : 6 3. 9 4 (s. 3 H) , 
3, 9 5 (s, 3H) . 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 7. 12 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1H) , 7. 4 7 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2H), 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) ffS 
(FD-MS, m/z) : 4 3 3 (M + ) 

3dfe0J7 6 

N- (4-7a*r7x-}l) -N' - {4- [ (6, 1- : J* h*x-4~* 
J\)-)V) *±j/\ 7x-M frU7 (4 5) 

6, 7-v/ h + y-4- (4-7;;7 i ; + -» (5 2mg) £ 

h;l/x> (3ml) Kin£ii§&?l*:&, 4-7'ot7i-;K7->7*-h 
(0. 2ml) £tjn;U 5 0^r B m^iS^Lfeo UriiJ Ltit^^U h 
^x>T^t<SI(i:(c«i:0^O^^5 6mg, JR$6 4%Ti#£o 

X H-NMR (DMSO-dg, 5 0 0MHz) .8 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) . 7. 1 9 (d, 
J =9. 2Hz, 2H) , 7, 3 9 (s, 1 H) , 7. 4 5 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H). 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s. 1 H) , 8. 86 (s, 1 H) 
MJWrffi (FD-MS, m/z) :4 9 3 (M + ) , 4 9 5 (M + +2) 

mm 7 7 

N- {4- [ (6, 7-^y .j^) t±jy] 7x_;M - 

N' - (4 ha7x-;b) 7U7 (4 6) 

6, 7-xy h+i/-4- (4-7^y7 i y + '» +y (i03mg) 

£h;Ux> (10ml) (*JD^«?L^ 4 h □ 7 x-;W y >>7*- h 
(3 6 6mg) £Jn;L. 6 0A®1}um&MUz o Vr&lTZtzgiikZimu h 

X H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1 H) . 7. 2 3 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz, 2H), 7. 71 (d, J=9. 2Hz, 2H) 
. 8. 20 (d, J=9. 2Hz, 2H), 8. 46 (d, J = 5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1 H) 
M&#tfHI (FD-MS, m/z) : 4 6 0 (M + ) 

HJ60J7 8 

N- (4-y» ;U7x-;U) -N' - {4- [ (6. h*s/- 4 -* 
7x_;u) (47) 

6, h*->-4- (4-7;;7x; + >» U> (5 0mg) £ 

hJl,*> (3ml) fcfln&fcjglttgu 4 -7f;[.7i-M 7 ^7*- |> 
(0. 2ml) £Jd^ 2 6^r B 1JD»iS«EL/r 0 ua^JlA/7^ f, > 

(1 0/1) -eSKt-S'>'J^y;U^5A^o-7 h/77>( -iwJ;t)filS5!U £ 
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«0fb£to*3 6mg N J«4 5%T~ntz 0 

X H-NMR (CDC 1 g/CDgOD, 5 0 0MHz) : 6 0. 93 (m. 
3H) , 1. 3 5 (m. 2H) . 1. 5 7 (m, 2H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H), 4. 06 (s, 3H) , 6. 49 (m, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

tt&ftiB. (FD-MS, m/z) : 4 7 1 (M + ) 

H»J7 9 

N- (4-7 ;77x-;l/) -N' - {4- [ (6, lzJLLt±2zAz± 
J*)z.)V) 7xz;b| (4 8) 

N- {4- [ (6, 7->M h*i>-4-*7 'J-;U) 7x-M - 

N' - (4--hn) 7x^1/7 (1 1 lmg) £N, N-$M*JMuUA 
7$ K (7ml) mmi, 10%*M<l'<7V*li-6i!% (lOOmg) £;&n 
**»H»TMlcT2 2«flWI»Lfco RJS«£-b5>f h£ffl^T«iil 

®*U $»Dft&«&£6 6mg. #$6 3%Tli/c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 94 (s, 3H), 4. 74 (b r s, 2H), 6. 43 (d, J-4. 9 
Hz, 1H), 6. 52 (d. J=8. 6Hz, 2H), 7. 08 (d, J = 
8. 6 Hz. 2H) , 7. 16 (d. J =9. 2 Hz. 2H) , 7. 3 8 (s. 
1H) . 7. 5 1 (s. 1H) . 7. 5 5 (d. J =9. 2 Hz. 2H) . 
8. 14 (s. 1H), 8. 45 (d, J=4. 9Hz. 1 H) , 8. 61 (s. 
1H) 

M£#rtt (FD-MS. m/z) : 4 3 0 (M + ) 
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N- (4-7-fcf-;U7x~;l) -N' - {4- [ (6, h*y-4- 

6. 7 - ! JM h*'>- 4- (4-7i;7x;*y) *y U> (51m g) £ 
MUx> (3ml) 4-7t^l/7xiHVi/7*-h 
(2 10mg) £Jd;U 2 0^»*liS^Lfcc n n *;l>A/7-tr h > 

(1 0/1) T•Jg^tS>' 1 My>'^^7^^D-e^^57^-{IJ:^9lll5!L^ ^ 
5 0 m g N JR^ 6 4 %T#£ 0 

* H-NMR (CDC1 3 /CD 3 OD, 5 0 0MHz) : 82. 5 9 (s, 
3H), 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5 Hz, 1H) , 7. 17 (d, J =8. 5 Hz, 2 H) , 7. 3 6 (s, 1 H) 
. 7. 5 8 (s, 1H) , 7. 5 8 (d, J =8. 5 Hz, 2 H) , 7. 6 0 

(d, J = 8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H) , 8. 
40 (d, J=5. 5Hz, 1H) 
KaSWm (FD-MS. m/z) :4 5 7 (M + ) 

N- {4- [(6, 7-^^->-4-^'J^)^->] 7x-;U} - 
N / - (4-7xy*->7x-;t/) frt/7 (50) 

6, 7-PV h + ->-4- (4-7i/7x; + y) > (5 3m g) £ 

h;Ux> (3ml) IzUatmmifz^ 4-7x; + i/7x-;KV'>7*-h 
(0. 2ml) *Jd^ 3 0£ISHn*aBILfco 85*** oo**A/7* h > 
(1 0/1) -eS5at5v"J*y^7A^a-7 h**77 4-KJ;t)*tS¥U ^ 

* H-NMR (CDC 1 o/CD„OD, 5 0 0MHz) : 6 4. 4 6 (s, 
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3H), 4. 46 (s, 3H), 6. 51 (m, 1 H) , 6. 98-7. 62 
(m, 15H) , 8. 4 0 (m, 1 H) 
W&tiVrm (FD-MS, m/z) :5 0 7 (M + ) 

N- (4->fV^D^7x^) -N' - {4- [(6, 7-V/b*y- 
A-*JV-)l) 7x-;b} Vls7 (5 1) 

6, h + i/-4- (4-7i;7i; + -» (5 lmg) £ 

h^i> (3ml) IzmmmmUzW:^ 4-<vynb>7x^Vy7^- 
h (0. 2ml) £tjn;i> 2 6^r B m^fi^L^ 0 ^^DD*;bV7tl^ 

> (1 0/1) Tjg^t^>"M^^7A^DVh^7'7^ -{c«i:0flS!Ls 

1 H-NMR (CD 3 OD, 5 0 0MHz) .61. 18 (d. J =6. 7H 
z, 6H), 2. 82 (m, 1 H) , 3. 97 (s, 3H) , 4. 01 (s, 3 
H) , 6. 37 (d, J = 5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J = 8. 5Hz, 2H), 7. 25 (d, J=8. 5H 
z, 2H), 7. 26 (s, 1H), 7. 38 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H). 7. 54 (s. 1 H) , 7. 82 (s, 1 H) . 8. 0 
3 (s, 1H) , 8. 42 (d, J = 5. 5Hz, 1 H) 

M&ftVrM (FD-MS, m/z) :4 5 7 (M + ) 

&5fe0J8 3 

N- (4- h D7;M-py^Jb7xJi;U) -N / - (4- [ (6, 7-v?n 
*v/-4-*7 >J-;U) 7x-;b} «7U7 (52) 

6. 7->>V h + i/-4- (4-7;;7x; + '» tf > (5 3mg) & 
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h^x> (3ml) tztxtimmiiz&s 4-h'j7;btD>f;l,7iz;KVi/ 

(o. 2mi) zmz., lotimmmmitzo mix 



* H-NMR (CDCl 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3H) , 
4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz, 1 H) , 7. 18 (d, 
J = 9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 
7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J = 8. 6Hz, 2H) 
. 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
ffft##r<I (FD-MS, m/z) :4 8 3 (M + ) 

H&0J8 4 

N- (4-n -^7x^) -N' - {2- [ (6, hj^zi 

^»J4 8 fcfcl^ 4 h D7 x y -;Hi*%iT2 -zhD7 x y -;!,£ 
fl^fctt^«4WiR:«Lfc6. 7-SMh*S/-4- (2 -- ho7 x y4-» 
*>"J>*WS«4 9i|a»«lcaBcLT»^ 6, 7-y7^>-4 - ( 2 - 
7;;7x;^y) +;ij>(56mg) £h;ux> (3mi) ^JnE^tyt 
4-n-^7*i^y>7*-h (0. 2ml) fcftj*., 3 0£flfcl 
&a«Lfco M^^DD*;bA/7*h> (10/1) TgWt* S/'J *y;U 

1 

H-NMR (CDClg, 5 0 0MHz) : <5 0. 8 9 (t, J = 7, 3H 
z. 3H) , 1. 30 (m. 2H) , 1. 52 (m, 2H) , 2. 5 0 (m, 2 
H) . 3. 9 0 (s. 3H), 3. 9 3 (s, 3 H) . 6. 2 2 (d, J = 
4. 9Hz, 1H), 6. 87 (d. J = 7 . 3Hz, 1 H) . 6. 96- 
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7. 01 (ra, 4H). 7. 15 (b r s, 1H) . 7. 28-7. 31 (m. 
4H), 8. 12 (brs, 1 H) . 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 58 (d, J =7. 9Hz, 1 H) 

(FD-MS, m/z) :471 (M + ) 

&NI0I8 5 

N- (4-n-y^7x^) -N' - {3- [ (6, 7-xV h*->-4 
^±yjU0 7x-i) frU7 (9 1) 

ffll^S*>ttH»^*ILfc6, 7-vyh+>-4- (3--hD7x; + y) 
*> M J>*lQ6WI4 9iig»lc«7cLT#yt, 6, 7-yn + i/-4 - (3- 
7 ^ 7i ^'» V> (51mg) £r-^x> (3ml) {cJffl»«HLA: 
fk 4-n-m7x-/^vm-h (0. 2ml) £Jp;i N 5 O^lffltH 
*ftS«Lfc 0 &m%?DU7H)lA/7* h> (1 0/1) T*M§8**'>'J#y^ 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 89 (t. J =7. 3H 
z. 3H) , l. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 1 (m, 2 
H) , 3. 9 5 (s, 1H) , 4. 0 0 (s. 1 H) , 6. 4 9 (d, J =5. 
5Hz, 1H), 6. 81 (d. J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 21-7. 30 (m, 5 H) . 7. 3 7 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 43 (d, J=4. 9Hz, 1 H) 
M£#fli (FD-MS, m/z) :47 1 (M + ) 
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N-n-T^U-N' - (4 - [(6, 7 - ! J / h*->-4 -*J y )V) 
>j 7xz^} 7^7 (13 9) 

6, h + (4-75;7x; + -» *;';>(51mg)^ 

r^x> (3ml) tttaa&igJBlfcSU n-y^^vi/T^-h (0. 2ml) 
£tJD;i, 1 AftffllJQ&MtfLltZo ^^oD*^A/7th> (10/1) 7* 

mm* u yfttfA/trw? h?77<-tz±ir)mmL mmoits®* 3 1 m g , 

X H-NMR (CDC 1 3 , 5 0 0 MHz) : <5 0. 9 3 (t, J = 7. 3H 
*. 3H) , l. 3 7 (m, 2H) , 1. 5 3 (m, 2H) . 3. 2 8 Cm. 2 
H) , 4. 04 (s, 3H), 4. 04 (s. 3 H) . 5. 04 (brs. 1 H) 
, 6. 44 (d. J=5. 5Hz, 1H), 6. 98 (brs, 1 H) , 7. l 
1 (d. J = 9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

nmm cfd-ms, m/ Z ) : 395 (m + ) 

£«J8 7 

N— {4 - [ (6, h^y/-4-^y t±i/^ 7*-M - 

(4- M7JM-py?-;l,:7x-;U) \t (157) 

6, h^r>-4- (4-7$y7*y*5/) *y ij > (5 3mg) t 

t$mPn®4~ h*)7Jl*a/ fi>$mm (1 0 2mg) £N. N->M*;t,* 
;l/AT $ K (3ml) l^|?L^ l-x^U-3- (3 1 -'J**A,7\j 
fu t'Jl) *)l*:<M i Kttn (1 0 2mg) *anit, SAKTl 4IHH* 
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X H-NMR (CDCl 3 , 5 0 0MHz) : 54. 04 (s, 3 H) , 4. 

05 (s. 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J =8. 5 Hz, 2H) , 7. 7 6 (d, J =8. 6 Hz, 2H) , 8. 
02 (d, J = 7. 9Hz, 2H), 8. 13 (b r s, 1H), 8. 49 (d, 
J=5. 5Hz, 1H) 

Mfi##Hi (FD-MS, m/z) :4 68 (M + ) 

mMW8 8 

N- {4- [ (6, 7-->V U;l) 7i-;l>) - 

(4-i/^a^->;U7 J L-;[/) K (158) 

6. 7-S>y h4->-4- (4-7;y7i; + <».+; U>(52mg) i 
mHS n D D0 4-i/^D^v/;i^^§|j ? (i09mg) £N, N-y^f;^/^ 
7$ K (3ml) K®Mlt:'&s l-x^;U-3- (3' -*Jt*fr7lj?u 
tfA) *;M<?-f $ KttKtt (1 1 Omg) *Jo*. SaicTl 4&IM&L*: 

! H-NMR (CDClg, 5 00MHz) : 6 1. 2 5-1. 8 6 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3H) 
. 6. 46 (d, J = 5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz. 2 
H) . 7. 2 7 (d. J = 7. 9Hz, 2 H) , 7. 3 9 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J-9. 2Hz. 2H), 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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M£#rffi (FD-MS. m/z) :4 82 (M + ) 
ftJ60J8 9. 

N- {3- [ (6. 7-2?y h ^>- 4 -^y ^ ^ _ 

(4-t-7'f;l/7x^ £±jj±gj K H 5,9) 

6. 7-v>V Y*v-4- (3-7^7xy + y) +/ij> (54mg) £ 
m8So D n© 4 - t - (10 2mg) ^N, N-^f S 

K (3ml) izmitz^ l-x^-3-(3' - f-^j t°;l.) 

$ mmm (i o 6m g ) zta*., sa^t6«nhwl^ 

« 5 1 i m® ftftC «k T*S £! U HOYbM«- 2 9 m g x 3 5 

X H-NMR (CDClg, 5 0 0MHz) : 51. 3 4 (s, 9H) , 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d. J=4. 9Hz, 
1H). 6. 97 (d, J = 7. 3Hz, 1 H) , 7. 29-7. 68 (m, 7 
H), 7. 85 (d, J = 7. 9Hz, 2H) . 8. 48 (d, J=4. 9Hz, 
1H) , 8. 59 (br s, 1 H) 
M&fiVrm (FD-MS, m/z) :4 5 6 (M + ) 

9 0 

N~ {3- r (6, lz±n ±k—jz±llM ±*1 z±aM - (4 
- t -7f;b7x-jl) a K (16 0) 

6. 7-?> H + (3-7;;7x-W) U > (62mg) 

tmiSo a D (D4-t~^^m#K (10 9mg) £N. N-v?^y^A7 
iK(3ml)|:^L/:t> 1 -x*;U- 3 - (3' - '>V *;U7 > yy n t « 
**#3M* S K«tt (1 1 2mg) fcftbU 5*m#Lt:&, 
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Bums ltmomizsLvTmiu m<D4tm*5 4mg, ms7% 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 3 1 (s, 9 H) , 4. 
00 (s, 3H), 4. 01 (s. 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H) , 8. 60 (b r s, 1 H) 
Otatfrffi (FD-MS. m/z) :4 7 2 (M + ) 

HJfe#J9 1 

N- {4- [ (6, 7-S?y h*»>-4-*y jMQ fjj 7,c-;U} - (4 
-W7x-;i.) K (16 1) 

6, 7-v^ h*<>-4- (4-7;;7x; + y) +7 'J> (62mg) £ 
Tfiffc&<D4-71-)\,%mm (104mg) £N, N-i?>f^;H7; K 
(3ml) t»|PL^ l-xf-^-3- (3' - vV *;l/7 S y fu t°;U) 
i Kttfttt (1 1 7mg) £2jd;U M&KT2 H*IWWf LfcflU H 
1M5 1 iW»©»f|sfcJ:-,T||WU »lk^2 1mg, ©$2 2%T 

1 H-NMR (CDClg, 5 0 0MHz) : 8 0. 9 4 (t, J=7. 3H 
z. 3H) , 1. 3 8 (m, 2H) , 1. 6 3 (m, 2H) . 2. 6 9 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H) , 4. 05 (s, 3H) , 
6. 72 (d. J = 4. 9Hz, 1H) , 7. 30 (d, J = 7. 9Hz, 2H) 
. 7. 39 (s. 1H). 7. 42 (s. 1 H) , 7. 57 (d. J=8. 5H 
z, 2H), 7. 78 (d. J=8. 5Hz, 2H), 7. 81 (d, J = 7. 
9Hz, 2H) , 8. 08 (s, 1 H) , 8. 42 (d, J = 5. 5Hz, 1 H) 

M£*rtt(FD-MS, m/z) :4 72 (M + ) 
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N- {4- [ (6, 7-?y h*->-4-*7 u;u) t±kl Z±=M. - 

N' - (4-H-Jl**y*-)ls) frU7 (16 3) 

6, 7-->V Y*is-4- (4-7^7x; + -» *>"J7 (53mg) £ 
h;Ux> (3ml) lcflo*&ig?f?Lfc8U 4-y f;bf*7xi^ 7*>7*- r 

(0. 2ml) £Jjn;i s 8^P H m^ii^L^o «flBLrtfcfe||*»WU 
i>?ifefr**C£&:j;0M©ffc£fc£6 2mg^ $^7 6%T»fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 2. 44 (s, 3 H) , 
3. 9 4 (s, 3H) , 3. 9 5 (s, 3H) . 6. 4 4 (d, J =4. 9 Hz, 
1H) , 7. 1 9 (d, J = 9. 2 Hz, 2H) , 7. 2 3 (d. J =8. 5H 
z, 2H), 7. 38 (s, 1H), 7. 44 (d, J=9. 2Hz, 2H), 
7. 5 2 (s, 1H) , 7. 5 8 (d, J =8. 6 Hz, 2 H) , 8. 4 6 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

M£«rlt (FD-MS, m/z) :46 1 (M + ) 

^019 3 

N- (3-x hfrS/a^x^xrjl/) -N' - {4- [ (6, 1 - s Jt V 

UjOQ 7x-;U} 7U7 (1 6 4) 

6. 7->M h + «>-4- (4-7;;7xy + ^) *J U > (5 3mg) * 
h^x> (5ml) lcJnf»»IPLfcaL 3 -x h* i/*7;l^x;U7 x-;l/-f y •> 
7*-h (2 84mg) fcta*., lNprajDl»««ELfco ^^od*W7 
(10/1) -eR»r*S/U*y^*7A^OTh/77-f-icJ:0fil« 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 38 (m, 3H) , 
3. 98 (s, 3H), 4. 05 (s, 3H) , 4. 35 (m, 2H), 6. 4 
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5 (d, J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H) , 
7. 40 (s, 1H), 7. 47 (d, J = 9. 2Hz, 2H) , 7. 47 (d, 
J = 8. 6Hz, 2H). 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) , 8. 05 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H). 
WMftVrlfe (FD-MS, m/z) :4 8 7 (M + ) 

N- (4-^0 07^-^1/) - N' - {4- [ (6, 7-vM h*v-4-* 
y»J>>i/) **y/) 7x^} frU7 (16 5) 
6, 7-i^y h+^-4- (4-7^7x> + S/) »;> (5 2mg) £ 

(0. 2ml)«:jD^ l^ftHfea^L^o WtiJ LT^fci(S§S^»KU M> 
x S C £ r> gSoft^H* 4 3 m g . 5 5 %Tl#fc 0 

X H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H). 6. 44 (d, J = 5. 5Hz, 1H), 7. 20 (d, 
J-9. 2Hz, 2H), 7. 32 (d, J = 8. 5Hz, 2 H) , 7. 38 

(s, 1H), 7. 49 (d. J=9. 2Hz. 2 H) . 7. 51 (s, 1 H) . 
7. 58 (d, J=9. 2Hz, 2H) , 8. 46 (d, J = 4. 9Hz, 1 H) 
. 8. 83 (br s, 1 H) , 8. 83 (brs, 1 H) 

Kfi^tfHii (FD-MS, m/z) :44 9 (M+) , 45 1 (M + + 2) 

5 

N- (2-^77 , ob , ^7xXjl/) -N' - (4- C (6. h*i/- 
4-*J*)jV) 7x-Jb) 7U7(16 6) 
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6, 7- y> h + (4-7;;7x; + y) +y >J > (4 4mg) £ 

h^x> (5ml) JCjDJ»»»Lfc«x 2->fV/DtVI/7x-^Vi/7*- 
h (0". 2ml) ^te, 8 0^*DM««EL^o nDsM^/T-t? h 

> (1 0/1) T'SHt**>»J*y^7A^Dvh^7-f-{c«kt)flH!!U 

IlO^Ml4mg, ]R$2 0«T?»fc o 
! H-NMR (CDC 1 3 . 5 0 0MHz) : dl. 21 (m, 6H) , 

3. 21 (m, 1H), 4. 04 (s, 3H), 4. 04 (s, 3H), 

6. 4 2 (m, 1H) , 6. 6 3 (m, 1H) , 7. 0 9-7. 5 5 (m, 11 

H) , 8. 4 6 (m. 1 H) 
MS##Hi (FD-MS, m/z) :4 5 7 (M + ) 

N- {4- [(6. 7-v?y h*->-4-*7 IW 7x-^) - 

N' -7x-;l/^7 U7 (16 7) 

6, 7—7* h*£/-4- (4-7;;7x7 + y) +7 >J > (5 1mg) * 
Y)l^y (5ml) KJnfl&jMLfcSt, 7x-Mvm-h (0. 2ml) 

zuaz.^ 5 ofifflm&mmitLo si^^D*w7-feh> uo/n x- 
mmt s > >j -k ff m ? a t d v h ^5 7 >r - k: j; *> u sa©-fb^* 

2 lmg. 1 96T?»fc 0 

* H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 04 (s, 3H), 
4. 0 4 (s, 3H) , 6. 6 1 (m. 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m, 10H) , 7. 99 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

M5MJMt (FD-MS. m/z) : 4 3 1 (M + ) 
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H»J9 7 

N- {4- [ (6, 7-v>V h^v/-4-^y 0)1) 7x_;H - 

NJ ~ (2 -~FP7x-Jb) 7U7 (168) 

6, h + i/-4- (4-7;;7xy + -» *y >; > (8 3mg) £ 

Y)lJ-y (8ml) lciQ|*tfg&?LfcgU 4--hD7x_;Kvm- F (3 
7 0mg) £Jn;i N 4 0»MLto tftfelT££^£a*I8U ^ x 

t s c t \z j: ^ moit&mz 5 8 m g % m a 5 

* H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J = 5. 5 Hz. 1H) , 7. 2 2 (m, 
1H) , 7. 2 3 (d, J = 9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2H), 7. 71 (m, 1 
H) , 8. 1 1 (m, 1H) , 8. 3 1 (m, 1 H) . 8. 4 6 (d. J = 5. 
5Hz, 1H) , 9. 62 (s, 1H) , 9. 9 6 (s, 1 H) 
M:£#fflt (FD-MS, m/z) :4 6 0 (M + ) 

£»9 8 

N- (2-7S77x-;tQ -N' - {4- [ (6, h^>- 4 -fr 
JV)V) ±±j/] 7i^i} 71/7(16 9) 

N- {4- [ (6, 7-v>V h*y-4-*y <J;U) 7x-i} - 

N ' ~ (2-- hD7x-;U) 71/7 (4 2mg) £N, N - >>y f-;U*;l/A7 
S K/ftKxf-;!, (12ml /6ml) £»JBU 2 0%7KKfb^ o 7 v?7 
£ (7 0mg) £fln;i, **3?ffi»TSfiKT3I^HftffLfco EJEtt*H?5-f 

Lfco MSTtm'SiU *flOft&te&3 9 m g x 0 0%T^fc o 
* H-NMR (DMSO-dg. 5 00MHz) .63. 94 (s, 3 H) , 
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3. 9 5 (s, 3H) . 4. 77 (brs, 2H) , 6. 4 4 (d, J = 5. 5 
Hz. 1H) , 6. 5 8 (m, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d, J=8. 5Hz, 2H), 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 

8. 92 (s, 1H) 

M£4frtt (FD-MS. m/z) :4 3 0 (M + ) 

mmm 9 9 

N- (4- [(6, 7jz£Al±k^A^±lJL!klJ^±l Z±£^l - 

N ' - (3--ho7x-;b) (170) 
6, h + >-4 - (4-7;77x; + y) */'J> (8 3mg) £ 

(6m J) Id^LM 3--hD7xzjK V y 7 ^- l , 
(3 8 4mg) fcjn*., 4 O^RQaUMtimEL^o oo*;UA/7-{? h > 

(10/1) T?SIBtS'>y*y;l/*5A^avh/77-f-lcJ;t)flltl!U S 
*®fc£tt*4 4mg, 1R^3 4%TH/c 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 9 (s, 3 H) , 
4. 0 4 (s, 3H) , 6. 4 3 (d, J =4. 9 Hz, 1 H) , 7. 1 0 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2H), 7. 47 (d, J=8. 6H 
z. 2H) , 7, 57 (s, 1H) . 7. 8 1 (m, 2 H) , 8. 19 (s, 1 
H) . 8. 3 1 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 5 
9 (s, 1H) 

(FD-MS, m/z) :46 0 (M + ) 
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mm 0 0 

N- {4- [ (6, 7 h±kzJLZ±Z ] IA1 **'>3 7x-;b} - 

6, 7-vy h4-S/-4- (4-7^7x; + y) +y; > (5 lmg) £ 
h;Ux> (5ml) \zttimmit:&-> *9*Jl4Vi/7*-h (0. 2ml) 
£*D*.n 2B$P H 1MMftUco ^^DD*W7^h> (1 0/1) T'Jg 
ffit* is U rtW* 7A^D7h^77^-|:J;9^U SJi<D{b£#l£ 3 2 
mg N JRsM 1%T#^ 0 

* H-NMR (CDClg . 5 0 0MHz) : 5 0. 8 7 (m. 3H) , 1. 
2 6-1. 3 0 (m, 10H) , 1. 5 3 (m, 2H) , 3. 2 7 (m, 2H) , 
4. 0 3 (s, 3H) , 4. 0 3 (s, 3H) , 5. 0 4 (m. 1 H) , 6. 4 
4 (d, J =5. 5 Hz, 1H) , 6. 9 7 (s, 1 H) , 7. 1 0 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) 

Itfb^tfHi (FD-MS, m/z) :45 1 (M + ) 

HWJ10 1 

N- (3-7;;7x~;l/) -N / - (4- [ (6, 7-V* r*S/-4-* 
JJjU) *±£ 7x-;l/) 7 1/7 (17 2) 

N- {4- [ (6, 1- : J* Y*i/-A-*J V )l) - 
N' - (3--hn7x-;l/) (28mg) £N, N - ->V *;U*;UA7 

5K/W|xfjK5ml/2. 5 m 1 ) KjgJB U 2 0 %7K8tfb'^ x>7 A- 

m (9 7mg) «n;u TmxmiiTm&izTmrmnitzo mm*? 

«IL^c ttflET£KV$U MOftMtl 3mg> W5 1Wfc fl 
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H-NMR (CDClg, 5 0 0MHz) : 64. 0 2 (s, 3H) , 
4. 03(s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J = 5. 5Hz, 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d, J=8. 5Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s, 1H) , 8. 44 (d, J = 5. 5Hz, 1 H) 
MAftVrM (FD-MS, m/z) : 4 3 0 (M + ) 

mmmi 02 

N-7U;b- N' - (4- f (6, 7-^h^-4-t;'J^)^i/1 
yx-Jl} Qi,r (17 3) 

6, 7-v>V h^F- «>- 4 - (4-7;;7x; + y) +;'J>(50mg)^ 
N, N-S>y***J,A7$ K (5ml) lc«»Lfc^ TU^y->r*-h 
(0. 2ml) *Jn* % 8 0rT15liroDlW«sLfco EJfi*fc*«D;U ft 

&4£U; 0 &E~Fi£i&£g£U 00*^/7* h > (1 0/1) T- 

sh* * i/ # y 7 a ? d ^ h / 7 7 < - ic * d tnm u mmoit&m 

6 1mg, JR$9 6%T^/Co 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 0 (m, 2 H) , 

4. 03 (s, 3H), 4. 03 (s, 3H) , 5. 12 (d, J = 10. 4H 
z. 1H), 5. 23 (d, J = 1 7. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 8 8 (m. 1H) , 6. 4 1 (d, J =4. 9 Hz, 1 H) , 7. 0 8 (d, 
1=8. 5, 2H). 7. 39 (s, 1H), 7. 44 (d, J=8. 5Hz. 
2H) , 7. 5 4 (s, 1H) , 7. 7 5 (s. 1 H) , 8. 4 4 (d, J = 
5. 5Hz, 1H) 
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Matffffi (FD-MS, m/z) : 3 7 9 (M + ) 

m&m 03 

N- {4- [ (6, h*->-4-*7 IMP 7x_;l} - 

N' - (1-^7 ?•;!/) »i^7 (1 74) 

6, 7->M h**>-4- (4-7^7xy + -» *yj > (5 0mg) £ 
h^x> (5ml) (c«»g8¥Uc&, l-7-7f-;U-f 7>7*-h (0. 2m 
1) £2n;u 2 0£ISMIMS»lfco d u*;bA/7-fe h > (10/1) 

4 1mg N JRsp5 2KT»fc 0 

! H-NMR (DMSO-dg, 5 0 0MHz) :<53. 95 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d. J = 5. 5 Hz, 1 H) , 7. 2 1 (d. 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) . 7. 4 8-7. 6 5 (m. 7 
H) , 7. 92-8. 15 (m, 3H), 8. 46 (d, J=4. 9Hz, 1 H) 
. 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

(FD-MS, m/z) :4 6 5 (M + ) 

mmn 1 o a 

N- (2-b'7x-;lQ -N / - {4- [ (6, -*rJ U 

)l) *±j/) 7x-;H 7U7 CI 7 5) 

6, 7-i>V h*i/-4- (4-7^7a.y + » (5 2mg) ^ 

h;l/x> (5ml) fc*E&&A¥lrt:^ 2-t'7i-;KV^7^-h (0. 2 
ml) £Jn;L. 3 O^fBMDJSWBttLfco an*W7t h> (10/ 

$£5 6mg. JR*6 4«T»fc 0 
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H-NMR (CDClg, 5 0 0MHz) : 5 3. 9 7 (s, 3 H) , 
4. 04 (s, 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H) , 7. 4 0 (d, J =9. 2 Hz, 2 H) , 7. 14-7. 3 9 (m, 
11H). 7. 54 (s, 1H), 7. 89 (brs, 1 H) , 8. 08 (d. 
J=8. 6Hz, 1H), 8. 3.3 (d, J = 5. 5Hz, 1 H) 
MBWrtt (FD-MS, m/z) : 4 9 1 (M + ) 

HS60J1O5 

N- (4-xfr;U7x-;U) -N' - {4- [ (6, 7—>V h^>-4-* 
yjMQ £4J/] 7xi^} »U7 (18 8) 

6, 7-v>y h + ^>-4- (4-7i;7x; + v) (5 lmg) £ 

h^x> (5ml) IztUfmmifz^ 4-xf;b7a^Wyy7*-h 
(0. 2ml) *JD^ 9 0£lfflJl^Wt*Lfco M«:^DD*;UA/7-bh> 

(i o/i) T"mmz>v>)t>7juj7i±?a^hy77<< -KZQumu m 

1 H-NMR (CDClg , 5 0 0MHz) : 51. 18 (m, 3 H) , 2. 
5 8 (m, 2H) , 3. 9 9 (s, 3H) , 4. 0 2 (s, 3H) , 6. 3 9 

(d, J = 5. 5 Hz, 1H) , 7. 0 7 (d, J =9. 2 Hz, 2H) , 7. 
11 (d, J = 7. 9Hz. 2H), 7. 25 (d, J = 8. 5Hz, 2H) , 
7. 40 (s, 1H), 7. 42 (d, J = 8. 5Hz, 2H), 7. 55 (s, 
1H) , 7. 6 0 (s, 1H) , 7. 8 1 (s, 1 H) . 8. 4 3 (d, J =4. 
9Hz, 1H) 

Kft&ffH (FD-MS, m/z) :44 3 (M + ) 
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mmm 1 o 6 

N-K>yy;j,-N' - {4- [(6, lzJLl±±k^Lz±llJkL±± 
*>] 7xi.il/} frU7 (1 8 9) 

6, 7-^ h + <>-4- (4-7U7x; + >» (52mg) ^ 

h;Ux> (5ml) KflD&fg#l£gU 'OWMVyT^-h (0. 2ml) 
^JO^-s 5 0#TO&jg£fcLfc o ^SE^^OD*^A/7-ir h> (10/1) T 

1 lmg, JR$1 5%rH/Co 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : (5 4. 0 6 (s, 3H) , 4. 

07 (s, 3H), 6. 49 (d, J=4. 9Hz. 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1H), 7. 54 (m, 2H), 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 04 (d, J = 7. 9Hz, 2H), 8. 50 (d, J=5. 5Hz, 1 
H) . 9. 53 (s, 1H) . 11. 04 (s, 1H) 

Mfi##rH (FD-MS, m/z) :4 4 3 (M + ) 

^»J10 7 

N-xhfrj/ft^-^-N' - {4- [(6, 7-?y h*->-4-*y 'J 
>>!/) (19 0) 

6, 7-y^ h*:/-4_ (4-7^7xy + » +y U > (5 2mg) £ 
(5ml) lcJo&&A?L*:&x xh4i/*^'-Mvm-h 
(0. 2ml)£j&D;i, 1 b&Mtoam&mitZo g££?no*;l/A/7-trh> 
(1 0/1) T-ggStS^rt^l^A^a-? b?77 < -iz&Oft® U ^ 
®0fl:£$>£ 2 0 m g, iR$ 2 8 %THfc 0 

* H-NMR (CDC1 V 500 MHz) : 5 1. 37 (t. J=7. 3H 
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z, 3H) . 4. 1 0 (s, 3H) , 4. 17 (s, 3H) , 4. 3 1 (q, J 
= 7. 3H 2 , 2H), 6. 70 (d, J = 6. 1Hz, 1H), 7. 20 (d, 
J =8. 6Hz, 2H) , 7. 6 4 (s, 1 H) , 7. 7 2 (d, J = 9. 2H 
z, 2H) , 8. 12 (s, 1H) , 8. 5 0 (d, J =6. 7Hz, 1 H) , 
1 0. 08 (s, 1H) 
Stfi##fM (FD-MS, m/z) : 4 1 1 (M + ) 

Hife^l 1 0 8 

N- (4- [ (6, 7-vV h^-4-*y 'J;p - 
N' - (2-/^7x-;t/) 7U7 (5 6) 

6. 7-5» h**>-4- (4-7;;7xy + y)+yj>(51mg)^ 
Wl/x> (5ml) iijtoJI&8f?lfciJU 2-yf;l/7x^v>7^-F 
(0. 2ml) ^Jd^> 1 5#lffiniMftftLfco &5££? oo*;W*/74? h > 
(1 0/1) T?gHt*'>U*y;l/*7A^DTh/57-r-iij;t)||l|jU ^ 
H©ft^6 1mg, iR^8 2%T^ 0 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 2 0 (s. 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J=7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) . 7. 05-7. 20 (m, 6 
H) , 7. 3 9 (s, 1H) , 7. 4 2 (d. J =8. 5 Hz, 2H) , 7. 5 
5 (s, 1H), 7. 60 (d, J-7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
. 8. 45 (d. J=5. 5Hz, 1H) 
M£ifrtit (FD-MS, m/z) :42 9 (M + ) 
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N- {4- [ (6, IzJil t±k^tl±Z X IM £j±J Z-±EJB ~ 
N' - (3-yf^7x-;b) 2±Z (5 5) 

6, 7-yV h + ->-4- (4-7;/7i;^y) *y «J > (5 lmg) £ 
h;Ux> (5ml) (C}JD&$jj?L£&s 3 - / *Jl7 x-JlJ 7 S/7*- h 

(o. 2mi) zm*.^ isftrm&isMUzv ^?DD.^^/7th> 

(1 0/1) TJg^t§^ , J^y^7A^DTh^^7>f-{c < i:^f|SS!L N ^ 
lO{^M4 1rag, IR$5 6%T^o 

H -NMR (CDClg , 5 0 0MHz) : 52. 32 (s. 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3H), 6. 43 (d, J=5. 5Hz, 
1H), 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 41 (s, 1H), 7. 44-7. 47 (m, 3H), 7. 56 (s, 
1H) , 8. 46 (d, J=5. 5Hz, 1 H) 

®S##Hii (FD-MS, m/z) :4 2 9 (M + ) 

%m\n 0 

N- (2-7;^D7x-^) -N' - {4- [ (6, 7 -it* h ^ > — 4 - 
±JJJ£JJH/) y^spl} <?\,T (6 0) 

6, 7-vM h*v/-4- (4-7;;7x; + i/) *y"J > (5 lmg) £ 
h^x> (5ml) fwflD&fcAILrtiSU 2-7;btD7x^K 7*7*- h 
(0. 2ml)£tra^> 1 5£IB)&lMttl*:o nn*;UA/7* h > 

(1 0/1) T~m%fZi'Vii>fM7 2*?n-?hy77H-fc±y)1fn$ll^ % 

1 H-NMR (CD C 1 jj , 5 0 0MHz) : 6 4. 0 1 (s. 3 H) , 
4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) . 6. 97- 
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7. 04 (m, 2H) , 7. 10-7. 12 (m, 3 H) , 7. 42 (s, 1 H) 
, 7. 4 9 (d, J =9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 7. 7 3 
(s, 1H), 8. 17 (m, 1H), 8. 35 (s, 1 H) , 8. 48 (d, 
J = 5. 5Hz, 1H) 

(FD-MS, m/z) :4 3 3 (M + ) 

mmmi 1 1 

N— {4 - [ (6, b*is-4-*; W 7x-;U} - 

N' -^nh';^l/7 (19 4) 

6, 7-i^ h + >>-4- (4-7; ;7x;+y) *y <J> (5 4mg) £ 
N, N-^f-^t^AT^ K (3ml) ^otVKv^ 
-h (0. 2ml)£an;U 8 0°CT2 4B#F^jD^jS^L^o £Jtv&lC7k£JjQ;U 

T^L^o MET&$£®£U g$£*no*;l,A/7-t?b> (1 0/1) 

5 9mg s JR^8 4%T^|^o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 3 (m, 3H) , 
1. 55 (m. 2H), 3. 24 (m, 2H), 4. 02 (s, 3H), 
4. 02 (s, 3H), 5. 47 (t, J = 5. 5Hz, 1 H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2H), 7. 39 

(s, 1H) , 7. 4 3 (d. J = 9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 
7. 6 0 (brs, 1H) , 8. 4 4 (d, J = 5. 5 Hz, 1 H) 

KS##Hi (FD-MS, m/z) :38 1 (M + ) 
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mrni 1 2 

N- {4- [(6, l_z2A h*->-4-*/"JAQ *±}A 7x-;u} - 
N' - (4 j.-)lt))\,#-)\,J 7U7 (19 5) 

6, h*->-4- (4-7;77x; + y) •) > (54mg) £ 

hJbx> (5ml) icHiSU h'j7t7.y > > (5 3rng) £flD;L N 2 O^tt 
IftiSML^o S^JC4 -7 $ y"0'/7*/ > (8 5mg) £in;U l^TJD 

flt£S±U gS££2nci*;UA/7-fe b> (10/1) TJggS t * U * ¥ )l 
ii^Lt u-7 YVvH -IzJilonmL %M<Dlt&®)£l 9mg N 1% 

1 H-NMR (CD C 1 g , 5 0 0MHz) : 6 4. 0 1 (s, 3H) , 

4. 0 4 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 1H) , 7. 1 2 (d, 
J=9. 2Hz, 2H). 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s. 1 H) . 8. 47 (d, J = 

5. 5 Hz, 1H) 

SCfitftfHI (FD-MS. m/z) : 5 1 9 (M + ) 

nmu 1 3 

N-'sfr-zjU-N' -{4- [(6. T^l±±lizAz±ZlM £*±J 
7x-M frU7 (19 6) 

6, 7-SM h + v-4- (4-7;;7i; + y) 'J > (5 2mg) * 
N, N-^f^7*U7; K (3ml) icfctflrt:^ ^W;y7^ 
-h (0. 2ml) £in;U 6 0 tT 1 5 ^IBBnHMI» L yto RJCttfcTkfciD*.. 

^Kx^;^-e21sl}*fcbL^W«tS^fiS^o^7KT^5fe^L^ MtKSIM^ h y $a 
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?&,mitz 0 «ET88G*e£U ^^on*W7-bh> (1 0/1) 

6 3mg N iR¥84KT»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 60. 8 5 (m, 3H) . 
1. 2 5-1. 4 7 (m. 6H) , 1. 5 0 Cm, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H), 4. 02 (s, 3H), 4. 02 (s, 3H), 5. 68 

(brs, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H) , 7. 94 (s, 1 H) , 8. 4 3 (d, J=4. 
9Hz, 1H) 

®fi##fti (FD-MS, m/z) :4 2 3 (M + ) 
WfeM 1 1 4 

N- (5-Y>^-;l,) -N / - {4- [ (6, 7--?y h*->-4-4-y 'J 
^) 7x-;b} »U7 (19 7) 

6, 7-vy h*^-4- (4-7;;7x;+y) +yj y (51mg) £ 
h)lz-y (5ml) izBMU hV7*X?> (54mg) ZHa^ 1 2#H*1 
*MB«Lfco SlE»ilc4-7^y-f (36mg) £flD;U 3 bftWBJOm, 

S*U jBHt*^DD*;l/A/7*h> (10/1) •egHtS->»J*y^*7 
A^o-7h^77^-lcJ:«3f|$liU 1 3m g> iR$l 6%TH 

Ale 

H-NMR (CDCl g , 5 0 0MHz) : 52. 0 4 (m, 2H) , 
2. 8 2-2. 8 6 (m, 4H) , 4. 01 (s, 3 H) . 4. 0 3 (s, 3H) 
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, 6. 4 0 (d, J =5. 5 Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J = 8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1H), 

7. 40-7. 57 (m. 6H), 8. 44 (d, J=4. 9Hz, 1 H) 
fflbWfH (FD-MS. m/z) :4 5 5 (M + ) 

fSfi&0J115 

N- (3, 4-v^y ^->7x^) -N' - {4- [ (6, 7-^y 
-4-4-y t±k2 7x-M frUT (19 8) 

3, 4-yV h + ^7-'J> (4 2mg) £h;i/x> (5ml) fcgflRU h 
U*X?> (24mg) ^Jp^ 22$mmsmL1z 0 JKJ&ttK:6, 7-^ 
h ^ > - 4 - (4-7i;7xy + y) *y >J> (5 lmg) (5 2mg) £2/n 

Itzo &ET®m%£L m*?vu*j\,j*/7*Y> (1 0/1) T'Mffl 

n->'j*m7A^D7h^7^ uimu mmoit&m* 1 5 m 

g> JWl 8%TH^o 

*H-NMR (CDClg, 5 0 0MHz) : 6 3. 8 4 (s, 3H) , 
3. 8 5 (s, 3H) , 4. 01 (s, 3H) , 4. 04 (s, 3H) , 

6. 43 (d. J=4. 9Hz, 1 H) . 6. 75-6. 80 (m, 2H). 

7. 10 (d, J=9. 2Hz, 2H), 7. 16 (s, 1 H) , 7.. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2H), 7. 

5 6 (s, 1H) , 7. 5 9 (s, 1 H) , 8. 4 6 (d. J =4. 9 Hz, 1 
H) 

(FD-MS, m/z) :4 7 5 (M + ) 
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1 1 5 

mmmi i 6 

N- (3> 4-xfj/>-^4:y7x^) - N' - {4- [(6, 7-vV 
H*:/-4-*y U;l) ;M=-vQ 7x-;b) 31/7(19 9) 

3, 4-x^L/>^+'>7-U> (80mg) £h;Ux> (5ml) 
U h'Jxf^7;>(0. 5 m 1) £Uax.izikb (5 Omg) £fln 

*y u> (52m g ) »^. x lOQftmmmmitzo Kfcmzmt 

*;bA/7*h> (10/1) T8B8t«S/'J*y;l/*-7A^D^h^5 7-f- 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9 Hz, 1H) , 6. 7 4-6. 7 8 (m, 2H) , 7. 0 9 (s, 1 H) , 
7. 1 7 (d, J = 9. 2 Hz, 2H) . 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 56 (d, J = 8. 5Hz, 2 H) . 8. 4 5 (d, J=4. 9H 
2, 1H), 8. 4 7 (s, 1H) , 8. 69 (s, 1 H) 

MfeMrft (FD-MS, m/z) :47 3 (M + ) 

1 7 

N-y ?;U-N- {4- [ (6, 7-^y h*»>-4-*/ 7 
~N' - (4-> ^->7x^l/) 3U7 (2 0 0) 

foymWl (0. 2 7ml) (0. 13ml) *Jo>U 6 0tT2l^/ffltiD 

*ft«#lrt: 0 SMi:fh7kFD77> (8ml) izfemiizG, h 
*->-4- (4-7^y7xy + i/) +y .j> (3 0 3mg) £an*.> ggicr 
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4 5aiHH*#Lfco Kmm\zimmi-b ] ) r yj*m®zmjL, mt^^i 

ET*i**«*U 8it£*oD;M/A/7*h> (1 0/1) THHt5>"J 
*yjl/*5A^D-7h/57>f-ICJ:»)fllt![U 6, h + ->-4- (4 

-*;i/5;u7 5 y 7iy*«» *y u >£3 2 7mg£fc 0 

(3 1 7mg) ^fh5tKD77> (9ml) fcjgjSU 7k*fb7;U* A 
'Jf9A(l81mg) £Jn>L S*l=T2^MHU*L^o Rl6ttic*fl:7>* 
- -7 ^mmttiu^ IWUxf - jut 2 Hlftfe* L fc»****ttft*^-C«fr U 

* f> (i o/i) Tsga-rsv/'j^y^^A^pv h/77-( 

U 6, h*'>-4- (4->W;;7x;*y) *y>J>£2 3 

9mg|fc 0 

CO 6, h*->-4- (4-y^;b7i J 7x7 + y) "J > (4 

9m g) £HUx> (5ml) £Jn&i§*? L 4-/ h*->7x-M7i/ 
7*-b (0. 2ml) £fln;U 1.2*MftMl&ffiL*:o S$*^ddWA/ 
7-fe h> (1 0/1) T?gHt5v"J*m7A?D7 1^*5 7 4 -(;:£ Off 

li!U M©<b£«5*4 7mg % JR*51%r»fc 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 3 8 (s, 3H) , 
3. 7 7 (s, 3H) , 4. 0 5 (s, 3H) , 4. 0 6 (s. 3 H) , 

6. 14 (br s, 1H) , 6. 5 9 (d, J =5. 5 Hz. 1 H) , 6. 8 2 
(d, J = 9. 2Hz, 2H), 7. 21 (d, J=9. 2Hz, 2H) , 

7. 29 (d, J = 9. 2Hz, 2H) , 7. 44 (d, J = 8. 6Hz, 2H) 
, 7. 4 5 (s, 1H) , 7. 5 2 (s, 1 H) , 8. 5 5 (d. J =5. 5H 
z, 1H) 
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K*£*Nt (FD-MS. m/z) :4 5 9 (M" 1 ") 
Idfittl 1 8 

N-yf^-N-7x-;b-N / - {4- [(6, 7 - S?y h4->- 4 -*J 
V)V) t±Sd 7x^) 91^7 (2 0 1) 

6, 7-i?t h*S/-4- (4 -7$ 7 7x7*^) *7 U > (7 2mg) * 
HUx> (7ml) hU*XY> (52mg) 3!$F a m*feS 

mitz 0 &mmzN-/*)i>7-*)> (o. osmi) zm*.. lmmn^m 

*U SUE^i'op^i/A/T-fe h> (10/1) TS88t*^U*y;b*5A 
1^5 7 4 -KJ;t)*MB!U M©<t^fe^4 8mg N JR*4 6«Tf»fc 0 
1 H-NMR (CDC lg , 5 0 0MHz) : 5 3. 37 (s, 3H), 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 32 (b r s. 1 H) , 
6. 41 (d, J-4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz. 2H) 
. 7. 37-7. 53 (m, 8H), 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 

Bft##Hit (FD-MS, m/z) :42 9 (M + ) 

$mmi 1 9 

N-^f;l/-N- (4->^->7x^) -N' -y*;b-N' - (4- 

[ (6, 7-s?y h*v/-4-*y 2Jk) *±23 Z-*£id ^7 (202) 

N- (4-y ^->7i-;l/) -N' - {4- [ (6, h*->-4- 
*>"J;lO 7x-;H 7U7 (9 9 nig) £N, N-xV*;Mwkfc7 

S K (3ml) C»IPU **fb*M;*A (4 2mg) *flD;U SfifcT2 0 
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»IWBPLfc*a>>fty^ (0. 0 3ml) fctn*., HflftTlltNnttl*:. 

££*on*;bA/7-t?h> (10/1) t?SBat5->U*y;U/77A^D-7h 
~lc«t OflSIU «fl(DftM«9 lmg, JK$8 7XT»fco 
1 H-NMR (CDC l g , 5 0 0MHz) : 5 3. 2 3 (s, 3 H) , 

3. 24 (s. 3H), 3. 75 (s, 3H) , 4. 05 (s, 3H), 

4. 06 (s, 3H), 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5H2, 2H), 6. 81 (d, J = 9. 2Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H), 6. 91 (d, J = 9. 2Hz, 2H), 7. 
42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

WfkftVrfe (FD-MS, m/z) :4 7 3 (M + ) 

mmni 2 o 

3, 4-^^po7x-;l/4-y h^->7x-;[/>rF> 

rfiH&SO-hny (10ml) *x rpBSD D o©7- V-;U (1. 0 8 1 g) 
<hrlT8Ro a D©3, 4-^^DO^>^^aiJK(2. 0 9 5 g) <tm8Si£<?M 
vf-;Hr«7A(III) h V7J\stu/*>7>Jl**- h (6 2 0 m g) £tlD;u 

£S«Kt&#l£ 2 7 0 m g > m 1 0 %T~®tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 0 (s, 3H) . 
6. 98 (d, J = 9. 2Hz, 2 H) , 7. 56 (s, 1 H) . 7. 58 (d, 
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J = l. 8 Hz, 1H) , 7. 7 9 (d, J =9. 2 Hz, 2 H) , 7. 8 4 
(d, J*=l. 8Hz, 1H) 

MtfWHi (FD-MS, m/z) :28 0 (M + ), 2 8 2 (M + + 2) 

mm 21 mm\) 

^5S0J1 2 0m3, 4-^dd7i^ 4-/ h*i/7x^ ^rh 
> (2 3 5mg) ^^dd^> (2ml) lcjgft¥U tK#T1. 0M*d> 

h>;yo$ k--;^dd^^ (7mi) £;&n;U M&^BfcjfftUc&K 

£$l£l 7 3mg, JR^7 7%Ti#/c 0 

X H-NMR (DMSO-d 6 , 5 0 0MHz) : 56. 91 (d, J = 
8. 5Hz, 2H). 7. 62 (dd, J = l. 8. 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2H), 7. 80 (d. J=7. 9Hz, 1 H) 
. 7. 85 (d, J = l. 8Hz, 1H), 10. 55 (s, 1 H) 

Sffitftfrfit (FD-MS. m/z) :26 6 (M + ) , 2 6 8 (M + + 2) 

HM0J12 2 

(4- [(6, l-*Jj h4'>-4-^yj;U) 7*-M (3, 4 

-^□n7xzjb) y $ J y (17 7) 

7M>%MT^ H»J121Ti#*:3, 4-^od7x^ 4-tKo 
*S/7x-;U *f*> (154mg) £ 4 - 9* *)17 iS t° <J (77mg) 
£*:/l/> (5ml) *P^Atimfe<pmitZo 3NrM4-^nD-6, 7- 
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V* h + v/+y y > (1 2 9mg) fcjn^ 2 1 ^RQAfiRfldK L A: e fiO&fiM 

7-fe h> (2/1) ■CMt«»Jl'>'J*y;i/^DTh^5 7-f-fcJ:0llWKU 
SS©ft£&£ 8 1 m g N JR$3 1 %T^/z 0 

1 H-NMR (CDC 1 g , 500 MHz) : 6 4. 03 (s, 3H), 
4. 0 7 (s, 3H) , 6. 6 8 (d, J =5. 5 H z, 1 H) , 7. 2 8 (d, 
J = 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, J = 8. 5Hz, 1 H) , 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J = 9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

®fi#tJrffi (FD-MS, m/z) : 4 5 3 (M + ) , 4 5 5 (M + + 2) 

£Jfe0>ll2 3 (#%0J) 
4- (4-h KD^->^>vV;b) Ov^h'J;b 
^»J2 2T*it£4- h 'J-n-7^?->- 1 -y h*«>y f;i/7 4 ; -;U 
(1. 2 82 g) im»a04-*>7>"<>y'f^^D'J K (4 9 7mg) %9 
va*)lA (5ml) l:i&fl¥U rfrlRS® k** ( HJ 7*-;l>**7* » 

s^sa an ? d d k (8m g) £A*u 1 1 ^mmmit: 0 mm&m 

S'-M-fcitLfco ®ET®mmmmm (8 5 9mg) fcx^fcKn?? 
> (2ml) lc^j)?$€> * (5ml) £6N£»7Rfcft (12ml) £Hn;iT 
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t>»MU ««©<b^»*2 5 0mgx JR$3 7%-cHfc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2H), 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

MtatlHft (FD-MS, m/z) :2 2 3 (M + ) 
£Jfe0J12 4 

4- {4- [(6, 7-yy h*'>-4-*7 'J ;!/) ^>W;U) K 

>V- ((17 8) 

7;lo*>^TR HJ60U 2 3-C*ffc4- (4-t F'n + ^>7/f;l/) <> 
7-h U;l/ (2 3 Omg) £ 4 - 5» *;l>7 5 y f'j S?> (1 3 8mg) 
U> (5ml) *^AtiSffl«MI#Lfco H$|yH£4-?on-6, 7-2>y h 

*i/*;v> (2 3 omg) 20^ramimmLtz o Kfcm&foztm 
%mkmi- v ? dimwit t u v*bLT'$w&^ t? uu*i\,um*w&m. 

«flU Ii:?DD*u/liifi (5/1) y*y^*o 

1 H-NMR (CDClg . 5 0 0MHz) : 6 4. 0 3 (s. 3H) , 
4. 06 (s, 3H), 6. 68 (d, J = 5. 5Hz. 1 H) , 7. 29 (d, 
J = 8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2H), 7. 90 (d, J=8. 6Hz, 2H) 
. 7. 91 (d, J = 8. 5Hz, 2H). 8. 60 (d, J = 5. 5Hz, 1 
H) 
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MfeWftt (FD-MS. m/z) : 4 1 0 OVT ) 
5I»J12 5 

rfflRSO- ho* (10ml) ^ mSSD a D©7-7~^ (1. 0 8 1 g) 
iHT^ D D B 0 2-y^^>W;U^Di; K (l, 5 4 6 g) £ffilRS®>r«,7\fc 
k'9A(III) MJ7;M-o/*>x;M**-h ( 6 2 0 m g ) *Jo*.> 6 0°CK 

£«9£l. 6 7 9 gx C*7 4KT»fc 0 
M##Ht (FD-MS, m/z) :22 6 (M + ) 

^tt«12 6 (#%#!) 

4-b Kd4-/7x-^ 2-y f-;U7 x-;U yh> 

£*feWl 2 5T£fc4-.* h + ->7x-;b 2 f;l>7xrju yh>(i. 
6 6 0 g) ^dd^A (10ml) Kj8*PU tR^TI. 0M**d> b ij7* 
□ S K-^DD^^>jWK (2 9ml) Ztiui^ SfiiMWPLfco lBfefli#& 
Htwl. 0M#o>Hj7*aS K->>7dd^« (1 5ml) £Hn;L> £ 
S*2%iS^L^SjeS^«:IUfe^l 2 1 £ITO<W5rfcT?ft«U £&©<t 
50 lg, JR*9 6KT»fc 0 

2 H-NMR (CDClg , 5 0 0MHz) : <5 2. 30 (s, 3H) , 

6. 8 7 (d, J = 8. 5 Hz, 2H) . 7. 2 2-7. 2 9 (m, 3 H) , 

7. 37 (td, J = l. 2, 7. 3Hz, 1 H) , 7. 73 (d, J=8. 5 
Hz. 2H) 

RtaWtt (FD-MS. m/z) :212 (M + ) 
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$ami 2 7 

(4- [ (6. 7-?y V *v-4-*J 7xii) (2-y 

f-;t/7x-;u) > (18 0) 

xi * ^Xl. 3 3 4 g) i4-^^7i; b 0 ';->-> (84 5mg) 
£**>P> (15m J) +^A*lffli*»Lfco 1«4-^dd-6, 7 

h+'>+y xi. 406 g) «n* % 2 3mmmmitz 0 Km 

-fc »cM-*>/7-feh> (2/1) THW-*IWIMj*yA 

^Dv^^-tit^u MQftdtttl. 2 5 8 g. iR$5 0%-e 

*H-NMR (CDClg , 5 0 0MHz) : 52. 37 (s, 3H) , 
4. 02 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J -4. 9Hz, 
1H) , 7. 2 3 (d, J =8. 6Hz, 2H) , 7. 2 5-7. 3 5 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 
Cs, 1H), 7. 91 (d. J=8. 5Hz, 2 H) , 8. 57 (d, 1=5. 
5Hz, 1H) 

M»#NI (FD-MS, m/z) : 39 9 (M + ) 
^ifefljl 2 8 

(181) 

4-?oo-6, 7-S>y h*->*y 'JXl 1 2mg) imS5o D D03-t K 
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n*^>y 7 *y> (2 9 7mg) £jg&U 17 0tttU0aiBHI£lfc«, 
Ri6fi^«*'s**>/7-bh> (2/1) "MHtSWlS/yaY^D^h 
^77-f-{c<kt)«fl!IU &g<ZHt&$j£l 2 6mg N K^65%TWc 0 

H -NMR (CDC 1 3 . 9 0Mz) : 6 4. 0 4 (s, 3 H) , 4. 0 5 
(s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 34-7. 88 
(m, 1 1 H) , 8. 5 3 (d, J =5. 3Hz, 1 H) 
atafffc (FD-MS. m/z) :38 5 (M + ) 

^fe0Jl2 9 (#%{&J) 

(1. 2 82 g) <tmSS n ° a ©2-7 0'f^^D'J K (3 9 2mg) £7oo*;U 
A (5ml) £j£#L> miRS0fc*x ( r 'J 7 x-;U** 7 4 » a^.^a 
(ID *ntf K (8mg) &A*l, 1 miBHWLfco K£ffi£4&*ISifefl|2 3 

Lfc 0 «ET»j»«±^^fcM (6 62mg) ^fh7tKo77> (2ml) 
fcttfPSHK 7k (5ml) tQNmmm (12ml) «2DitT3imblM 
SfeLfco 2 3 i^OTj^T-^SL. ^M©fl;£%£2 1 

8m g> W3 9%T'Hfc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : SB. 76 (dd, J = 
1. 2, 3. 1Hz, 1H) , 6. 9 1 (d, J =8. 5 Hz, 2 H) , 
7. 33 (d. J=3. 1Hz, 1H). 7. 87 (d. J=8. 5Hz, 2H) 
. 8. 06 (d. J=l. 2Hz. 1H), 10. 39 (s, 1 H) 

tt^tffl (FD-MS, m/z) : 1 8 8 (M + ) 
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mmm 1 3 0 

2-7P-QI- {4- [ (6, Izll H^-4-*7 UjtO 7x 

y^y > (1 8 2) 

7Jlzfy%mT, H»J12 9T^7t2-7n^^ 4 - 1 Kn + i/7x-;U 
>r h> (2 0 5mg) £4-^3^7^ t°l> v?> (1 4 6mg) 

> (5ml) #^AftM&#«#Uc 0 lB#P B 1^4-^oD-6, 7-^h + 

->+y V > (2 4 4mg) £flD;L> 2 O^m^^L/Co 

>iT"mm®'& ?dd* a, A-cmmt s * u * y >»u * p v h ^ 5 7 ^ - tc ^ t> ^ 

^ ?DD*;UA/i^x?-;b (5/1) TM$t*i$!->U*y;^OTh^ 
77^-{c^f9|f^L N HII©rt;£$l£19 2mg. iR^4 7%THfc 0 

* H-NMR (CDClg, 500MHz) : <5 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (dd, J = l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2H) 
. 7. 3 2 (d, J =3. 7 Hz, 1H) , 7. 4 7 (s, 1 H) , 7. 4 8 
(s, 1H), 7. 73 (d, J-l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 5 8 (d. J=5. 5Hz, 1 H) 
MfcftilTfii (FD-MS, m/z) : 3 7 5 (M + ) 

rfjfi£o D a©-hoy (5ml) # s rU§g,S©7^7-;U (541mg) £rfT 
fl5 0 a B ®3-y*;l/^>7V;U?u>; K (7 7 3mg) £rf?fl5iS©x*7 > V*y u 
(III) h 'j7^to^ r (49mg) £Jo*.s 6 otlCTllfeai 
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1 5 •> 'J * y 5 a ^ □ ^ h ^ 7 7 7 - <c «k t) HSJ[ U Wi©-fb^«i* 6 3 
5m g N $$5 6%Tiifc 0 

M^tfftt (FD-MS, m/z) :2 2 6 (M + ) 

SUfe^Jl 3 2 (#%0J) 
4-bKp^-/7x-;b 3-^;U7x-;l/ »h> 

(6 0 3mg) £x?D D y?> (3ml) CfctfU *#Tl. 0M#o>h 
>J7oS K-^DDy^>»« (1 lml) £Jta;U ISWLfco 2 2Nr 
■IftKJ&ftM^mff 1 2 l &m®£tt-?fcau SS©ft£$l£3 1 6 m 

*H-NMR (DMSO-dg, 5 0 0MHz) : <5 2. 38 (s. 3H), 

6. 89 (d. J=8. 6Hz, 2H) , 7. 37-7. 47 (m, 4 H) , 

7. 65 (d. J=8. 6Hz, 2H), 10. 42 (s, 1 H) 
S»a#ftt (FD-MS, m/z) : 2 1 2 (M + ) 

H»W 13 3 

(4- [(6, 7— 7y h*->-4-*y u;tQ (3-y 
f-;U7x~ju) y > (18 3) 

7^>%MT^ DOfeMl 32T-?ifc4-t Ka*->7xi;U 3->*;l,7 
x-;b (3 0 7mg) £ 4 - <7;< *;U7 S y f'J -7> (194mg) * 

**>b> (5ml) tp^Atim&WL#liz 0 1NfF^4-7do-6. 7—7 
/ b*i/*j 'J > (3 2 4mg) Zta^ 2 3Kllll»IIXlt, Kf&&£$|£ 
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nmm 1 2 2 1 mmns^-vmrn u mment&mz 2 e 2 m g . ®.m 4 5 

H -NMR (CDClg , 5 0 0MHz) : 6 2. 4 4 (s, 3 H) , 
4. 03 (s. 3H). 4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz, 
1H). 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t. J = 7. 3H 
z. 1H), 7. 41 (d, J = 7. 3Hz, 1H), 7. 46 (s, 1 H) , 
7. 4 9 (s, 1H) , 7. 5 9 (d, J = 7. 3 Hz, 1 H) , 7. 6 4 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2H) , 8. 57 (d, J = 5. 5H 
z, 1H) 

9M5Wm (FD-MS, m/z) :3 9 9 (M + ) 
Mt&&\ 1 3 4 (£300 

^101 2 2 T?*fc 4 - r y - n - > - 1 - M h * * ^ * 4,7 x y - >\, 

(1. 2 8 2 g) £TfflRS©4--rD'<>y>f';l,*oi; K (5 5 7mg) 
oo*;UA (5ml) fcfcflU ffiB£n Q D®t** (h'j7x-^7^ » 

(II) *n.j K (8mg) £A*U 2 3 BmMRSflE L *:<> Kftft&tt* 

t^x-mitzo mrmmmmm a. o 4 7 g) *sr t kd7 

5> (4ml) Cftff^i * (5ml) &6NW*«K (15ml) fcfti*. 
Tl&jD&jgffiLfco SJGfiM^IUIMl 2 3 tm&<D%&T~!imu SS© 
ft&09£3 9 8mg, W5 5%^fc, 

1 H-NMR (DMSO-dg , 5 0 0MHz) .6 6. 9 2 (d, J = 
8. 6 Hz, 2H) . 7. 6 9 (d, J =8. 6 Hz, 2H) . 7. 8 9 (d, 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2H), i o. 62 
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(s, 1H) 

M£flHi (FD-MS, m/z) :24 3 (M + ) 
HSfe0J13 5 

{4- [(6, 7- y> h*i/-4-*y U;tQ gjj/j 7x-;l/} (4-- 

hD7x-;i/) > (184) 

7^^*>^T> H»J1 3 4Tl#/c4-t KD + >7x^;b 4--hD7 
x-;U >7-h> (3 7 0mg) t4-i?J?)l7i;t°*)i;> (2 04mg) £ 
* : sU> (5ml) tp^Atim&tp&ftUzo 1B^&4-?od-6, 1-v 
t h*i/*y U > (3 4 Omg) £Jq;U 2 3B#r B m%il^L^o ElL^fe* 

z o tmm®i5&T*%mu %m®tt£®z2 3 8m gs $$3 6%-e 

X H-NMR (CDClg, 5 0 0MHz) :<54. 0 3 (s, 3H) , 

4. 07 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 29 (d, 

J = 8. 5Hz, 2H) , 7. 44 (s, 1 H) , 7. 47 (s, 1H) , 

7. 93 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2H) 
. 8. 37 (d, J = 8. 5Hz, 2H) , 8. 60 (d, J=5. 5Hz. 1 
H) 

M&ftVrm (FD-MS, m/z) :4 3 0 (M + ) 

4-fc Ko*->7x-;b 3, 4-yf-U>^^->7x-;U >rh> 
^«J2 2-e*ifc4- h U-n-7*f-^>- 1 - ^ F*^^7x;-^ 
(1. 282g) tmBSiPoOtXD-n^^^D >J K (6 6 4mg) £*oo* 
(5ml) fc&^U rUI5n D D©^ ( h >j 7xiM77^ >) /<^^7A 
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(II) *n»J K (8mg) £Afts lHWILfco KJ&aM^IQtM 2 3 

i E«©£fc-e$Jij t s *k «t o f§ § x - f ;Ui£&7Mffi& v > •? a 

lfc 0 ttET»IKfl£ft«^SIfi (1. 0 3 0 g) ^fh7tKD77> 
(2ml) KftfteHK * (5ml) &6Wtt**ft (12ml) 

i o. 5i»n&ijRaaLA:o mm&mmmi 2 3 tmm<Dt^mmu 

SW©<h^tt*2 1 2mg. JRSJS2 9%T#fc 0 

H-NMR (DMSO-dg , 5 0 0MHz) : 56. 15 (s, 2H) , 
6. 88 (d. J=8. 6Hz, 2H) , 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (d d, J=l. 8, 7. 
9Hz, 1H), 7. 62 (d, J = 9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

5tM##HI (FD-MS, m/z) :24 2 (M + ) 
^SfeMl 3 7 

U-[(6. 7-S?jt h*i/-4-4VU;» 7x~;U} (3. 4 

zl±k>2^±z^M (185) 

7^n*>^Ts Hife^Jl 3 Ko + i/7x-;U 3, 4-y^ 

yh> (2 02mg) i4-^^^7^f'JJJ> 
(112mg) (2ml) 4^A*l£&*fl!# I fc 0 1^^4-^ 

dd-6, 7-i^ h*>>*y >j> (i8 7m g ) san*, 2 o^mmmi 
fro Kfom&mzmmw 12 At mmemr-m u mm®<tsm 135m 

g^ TO3 8%T*§fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 04 (s, 3H) , 
4. 06 (s, 3H), 6. 09 (s, 2H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J = 8 . 5H 
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2. 2H) . 7. 3 8 (d. J=l. 8Hz, 1 H) , 7. 4 1 (d d, J = 
1. 8, 7. 9 Hz, 1H) , 7. 46 (s, 1 H) , 7. 4 9 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2H), 8. 57 (d, J=4. 9Hz, 1 H) 
MfifttfHi (FD-MS, m/z) :4 2 9 (M + ) 

n»ji3 8 (mm) 

rfflfoS.©- hoy (l 0ml) 4\ mi£n D o©7- 7-;U (1. 0 8 1 g) 
<tcfrMo D D© 3 - (h'j7Wn^f/l/) W'f/^DiJK (2. 08 6 g) i 
rfrfi&.S<?M '^f/Hf^A (III) h 'J7Wd> h (62 0mg) 

£tlD;i> 6 0°CKTlBfe«#L*:o £fc&&^£flife0Jl 2 0 <h|ll^£D^Tto 
St. Sjg©fl:£$!£7 1 9mg, JR$2 6%-e^/c 0 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 9 1 (s, 3H) , 

6. 99 (d, J = 9. 2Hz, 2H), 7. 6 0-7. 6 4 (m, 1 H) , 

7. 80-7. 83 (m. 1 H) , 7. 82 (d, J=8. 5Hz, 2H), 
7. 9 3-7. 9 4 (m. 1 H) , 8. 01 (s. 1 H) 

KfctftiHit (FD-MS, m/z) :2 8 0 (M + ) 

£»ji3 9 (mm) 

3 - h 'J 7/l/ta^f/l/7x~;l/ 4 - b Fp* >7x~;U yh> 
£Jfe0Jl 3 8T^3- h 'J 7/l/toyf/l/7x-;l/ 4-^ h + i/7x-;U 
(6 5 7mg) £N, N- *;b*;UA7 S K (35ml) ti&jgU 
*MJ-7A:M-/ h**>K (411ml) £fln*, 7^>^«ET7^RgjDm« 
Sfelfco KJB&^^m)3 3 i^CDTjj&TMSU £JS£Hb£#|£4 5 4 
mg x JR$7 3%T'#fc 0 
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H-NMR (CDClj, 5 0 0MHz) : 5 5. 8 5 (s, 1H), 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7 . 3Hz, 1 H) 
, 7. 78 (d, J = 9. 2Hz, 2H), 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J = 7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

nmm 1 4 o 

(jzJliZM£2Lg2kZ ^£^ (4- [(6, 7^n^>-4-^ 
I L±) *±>j 7x~;M (18 6) 

7*=f>«T % WW!13 9T»fc3-hU7^*Dy^7xiA 4- 
k Ko*->7xiA (4 3 2mg) 7-^ F+S/ 

+>"j> (3 6 3mg) ^^xf-i/>^ijD-;Ui?y^;bJi-x^ (10ml) 

wmps*. 1 6 owi lmuiMixL^ Kj£»M*iraaft*s* \ 

*> is y * yvu* d v h 7 < - ic * 0 urn®** iwdo 

* (5/1) -raiBt*Wi5'y*y^D«7h^7^-KJ:i)«wu £ff 
204m g> JR^28 %T*§fc 0 
1 H-NMR (CDClg, 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H). 6, 69 (d, J-4. 9Hz, 1 H) , 7. 30 (d, 
J-9. 2Hz, 2H), 7. 47 (s, 2H) . 7. 66 (t. J-7. 9H 
z. 1H), 7. 87 (d, J-7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H), 8. 00 (d, J-7. 9Hz, 1 H) . 8. 08 (s, 1 H) 
. 8. 60 (d, J=4. 9Hz, 1H) 
SC*#tfriI (FD-MS, m/z) : 4 5 3 (M + ) 
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fftm&V-haJ (5ml) rfiBSna© 7 —V —JV (0. 5ml) irf? 
Kn n D©^^n^^>*;U^;l,^D'J K (0. 63ml) £tfflEfl®-< »,r;U 
t:7A(III) htf7;M-o;/*>;ul>**-h (2 8 8mg) £Jn;i, 6 0°Clc 
T3B#l3ft#Lfco Rifia^ftl*2kt^Dn*^AT»iB*s *oo*;UAj§£ 
tSfO^lt***- h U 7 A*»tt£l^***T-ft# lfc 0 h 'J 0 AT' 

«ffT»«aiLT^fcKii«-^ oo*;UA-egH«f S •> U *7\>U 
^DTh^7^-KJ:0ffi«!U M©ffcMl*5 1 7mg, JK$51%T*§ 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1, 2 1-1. 8 8 (m. 
10H), 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3H), 6. 93 
(d, J = 9. 2Hz, 2H), 7. 94 (d, J = 9. 2Hz, 2H) 
M£#r* (FAB-MS, m/z) : 2 1 9 (M + +l) 

HM014 2 (#%fll) 

^Jlflll 4 lTHfc4- , >?D^W^^f-;l/- 1 -t h*«>K>-t:> 
(5 1 7mg) £N, N-v?yf-;b*;UA7; K (20ml) ICjgtfU * HJ 
«7Af*y h+^K (5 3 8mg) *Jd^. v 7;H7>maitTl MMHiKLfc, 

* h >T-Jg§§t 5 ! s VijYJK? a v h 7 < -in J: t) fitSB! U g®Oft£4&£ 
4 8 7mg N 1R^9 3%T^ 0 
1 H-NMR (CDC 1, . 5 0 0MHz) : 51. 23-1. 88 (m, 
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1 OH) , 3. 19-3. 2 5 On, 1 H) , 6. 0 6 (b r s, 1 H) , 
6. 8 9 (d, J=8. 6Hz, 2H), 7. 90 (d, J=8. 6Hz, 1 H) 
K*##tM (FD-MS, m/z) :2 0 4 (M + ) 

ft«J 14 3 

O-ify (l 8 7) 

Ko*v"<>-tf> (2 7 3m g) £4-? no- 6, 7 - h* S/*y ij > 
(1 0 Omg) (0 2mI) 

1 6 o°c#3 ommifzo Kmstozmu&mmi- t u 

^-KJ;«3*tg¥U mM<D4t&&Z5 8mg^ JRsjs 3 3 9n?$fc 0 

X H-NMR (CDClg , 5 0 0MHz) : dl. 21-1. 9 3 (m, 
10H). 3. 24-3. 29 (m, 1 H) , 4. 03 (s, 3H), 4. 06 
Cs. 3H), 6. 60 (d. J=5. 5Hz, 1 H) , 7. 24 (d, J- 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 47 (s, 1 H) , 8. 05 
(d, J-8. 5Hz, 2H), 8. 55 (d, J = 5. 5Hz, 1 H) 
M£*rfc(FD-MS. m/z) :39 2 (M + +l) 

£«J14 4 (#%0J) 
maS D a o©-hDy^> (10ml) tf\ r&IR&OT-V-* (1. 0 8 1 g) 
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£rf5H£ D °02- (h VyjltDt *f-)V) Oyjjltn*) K (2. 0 8 6 g) t 
rfSSSroO'T vtJIWMIW b U 7Jl/toy h (6 2 0mg) 

^ n □ *ji i tt&.Tfemm& t -at*: 

*!U 3W©ft^«j*l. 4 0 2 g> iR^5 0%Tl§rr o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 88 (s, 3H) , 
6. 93 (d, J = 9. 2Hz, 2H), 7. 37-7. 39 (m, 1 H) , 7. 

6 0-7. 6 3 (m, 2H) , 7. 7 5 (d, J = 9. 2 Hz, 2H) , 7. 7 
3-7. 7 8 (m. 1H) 

WftfttfHI (FD-MS, m/z) : 2 8 0 (M + ) 

Wmi 4 5 (*%0D 

^JfeWl 4 4Tll/t2- h U 7;l/tny^7x-;i/ 4 -y h + i^jcxji, 
^ h> (1. 4 0 2 g) £N, N-^y f-;l,*;UA7^ K (15ml) Ci&jgU 
^h'J«7Af-^-y h^i/K (8 7 7mg) 7^3*>^MT4^j!lD^ii 

1. 05 og, mi9%-?nfc 0 

X H-NMR (CDC 1 3 , 5 0 0 MHz) : £5. 8 8 (s, 1 H) , 

6. 87 (d, J = 8. 5Hz, 2H). 7. 3 7-7. 3 8 Cm, 1 H) , 

7. 5 8-7. 6 3 (m, 2H). 7. 71 (d, J = 9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

!M##Hit (FD-MS, m/z) :26 6 (M + ) 
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H»J 14 6 

(2"hU7;^n^^7x^) {4- [(6, 7-^7 ^->-4-^ 
J*)iV) t±JS] Z±^M (3 5) 

7Jl3>%mT, fmffll 4 5T*fc2-hy7;M-o/*;U7xijU 4 
tFo + y7x^ (9 5 9mg) £ 4 - ^7 S J t'U (4 

8*4mg) ^->l/> (7ml) *^AftM&*ffi#L7to l«4-^oo 
-6, 7-i?n*^;'J>(8 0 5mg) ^ 1 BfcM^jfi U: c 
M&^£!^0J 1 3 0£[^©?3&T**!13U IlOft^8 9 9mg, 
5 5%Tl/; 0 

*H-NMR (C DC 1 g , 5 0 0MHz) : 6 4. 0 1 (s, 3H) , 
4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 
J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 42-7. 44 (m, 1 
H) . 7. 45 (s, 1H), 7. 6 2-7. 6 8 (m, 2 H) , 7. 80- 
7. 8 1 (m, 1H) , 7. 8 7 (d, J = 8. 6 Hz, 2 H) , 8. 5 8 (d, 
J=5. 5Hz, 1H) 

M£lfr*£ (FD-MS, m/z) :4 5 3 (M + ) 

4-n-7'^;U7x-;U 4-yh*->7x-;U h > 
ftKflOi h d y * > (10ml) mSLOT-V-jU (1. 081g) 
imi5D D D©4- (n-7**A) U K (1. 9 6 7 g) &ffi]EA® 

^x;l/t*7A(III) hU7^ny^>xjU*^-h (62 0mg) £jfjn;l v 

6 on:fcT6i*ww*Lfco 1 2 o£iw©arareiaau 

3c£0ft&&£8 6 3mg N iK$3 2%THfc 0 
X H-NMR (CDC 1 3 , 5 0 0MHz) .6 0. 9 5 (t. J = 7. 3H 
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z. 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2 H) . 1. 64 (q 
uint. J-7. 3Hz, 2H), 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 89 (s, 3H), 6. 96 (d, J = 9. 2Hz, 2H), 7. 27 (d, 
J = 8. 6Hz, 2H), 7. 69 (d. J=8. 6Hz, 2 H) , 7. 82 
(d, J=9. 2Hz, 2H) 
MfeMJrlt (FD-MS, m/z) :2 6 8 (M + ) 

1 4 8 

4-n-yf;l/7x^;l/ 4 - fa F'o^->7x-^ Vh> 

(8 6 3mg) £N, N-y/fWAj; K (50ml) fcjg£U ± Y U 
h*fK (5 6 3mg) 7^>»^7B«Wmjt»Lfco 

sicftM^xit^ 3 3 tmm<D%&T*im u mmvit&toz 1 8 1 m gN jr 

X H-NMR (CDClg . 500 MHz) : 5 0. 95 (t, J = 7. 3H 
z. 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J = 7. 9Hz, 
2H). 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2H), 7. 28 

(d, J-7. 9Hz. 2H), 7. 69 (d, J=8. 6Hz, 2H) , 
7. 77 (d, J=8. 5Hz, 2 H) 

9M&mL (FD-MS, m/z) :2 5 4 (M + ) 
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flffifll 1 4 9 

(4-n-7 , f-;t,7x-^) (4- [(6, 7 -V* h*i/- 4 >) )l) 
$±jA 7*-M it )y (4 0) 

7M>%m, Mt«14 8T , llfc4-n-r^7xi;l, 4-tKn* 
■>7xx;U ^h>(7 27mg)<i:4-^DD-6, 7 - h + y > 
(6 3 9mg) £vx?-i/>^ij D-A.i?y^;bx-T7b (10ml) 
i*> 1 8 0*0*1 OTOTJD^aML^o £JSE£&£iS?DiSR* h U 
£ * n n * ;b At^ii, * o o *)l AJi^j&TKB&Sfcv V* : s 7 Lfc 0 
^ffiT^Si^btim^ ^**>/»x*-;i,-cgH§0SU ?dd* 

>vmmt * is U * a v h ^5 7 4 - ic «k 0 U Slo^^fti^ 4 0 

Omg. IR^3 2%Tiffc 0 
1 H-NMR (CDClg , 500MHz) : 6 0. 95 (t, J =7. 

3 Hz, 3H) , 1. 3 8 (t q, J = 7. 3, 7. 3 Hz, 2H) , 1. '6 2 
~1. 68 (m, 2H), 2. 71 (t, J=7. 3Hz, 2 H) , 4. 04 

(s, 3H) . 4. 0 7 (s, 3H) , 6. 6 5 (d, J =4. 9 Hz, 1 H) , 
7. 2 6 (d, J = 8. 5 Hz, 2H) , 7. 3 1 (d, J = 7. 9 Hz, 2 H) 
. 7. 46 (s. 1H). 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z. 2H) , 7. 9 2 (d, J =8. 5 Hz, 2H) , 8. 5 8 (d, J = 
5. 5Hz, 1H) 

M£*Hi (FD-MS, m/z) :4 4 0 (M + -l) 
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nt&&\ 1 5 o mnm 

tiflfc&<D-bv/?> (5ral)^ m^ D D n©7-y-;b (5 4 1mg) irfJ 
I5d d d03-7;^dK>W;u^o>; k (7 9 3mg) £OTd d o<dx# > -^a 
(III) M7;M-oy*>x;u**-h (49mg) ZUq^ 60°C(ct3BK 

®H3t£ ii>f)\>>; o 7 h fv 7 ^ U mm<D{t&m 5 8 5m 

gs^5 1%T^ 0 
KB##rM (FAB-MS, m/z) : 2 3 1 (M + +l) 

^Jfe^Jl 5 1 

^6fe#ll 5 0Ww3-7^D7x-;l, 4-^h + ^7i-;l/ 
(5 8 0mg) £;?*od^> (5ml) K&^U tK#T1. OM^o^h 
.j7 D ; K-^od^>M (23ml) *Jn;U Mffi*3BfeJ£#l*: 0 £ 

j&S£&*£«m 2 1 tmm^^nimu m®(Dit£®}%4 o 2m g , jk 

^ H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 91 (d, J = 
8. 5 Hz, 2H) . 7. 4 4-7. 4 9 (m. 3H) , 7. 5 7-7. 61 
(m, 1H), 7. 68 (d. J=8. 5Hz. 2 H) , 10. 51 (b r s, 
1H) 

HS#tJHfi (FAB-MS, m/z) : 2 1 7 (M + +l) 
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(4- [(6. ^* : s-A-*J UAQ *jS±\ (3-7 

7x.-Jl ^rh> (3 7 3mg) 1 4 - ! Jt *)17 i J f'J (2 3 2mg) 
£*<>U> (5ml) *^AnSfrttll#Lfco 3B#RWU-*oo-6, 7- 
'J > (3 8 6mg) Ztiaz.. 2 l«pBDJD«a»Lfc 0 JSJG«M 

7-fe h >Tg§j§©& % 7 o n ATKSW" 5v"J*Wo7h^77-(-|: 
«kt)HISS!^ N Ii:^DDUA/ft||ifA (5/1) T»®Kft-£&jf ^iia^f 

* H-NMR (CDClg, 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 
4. 07 (s, 3H), 6. 67 (d, J = 4. 9Hz, 1 H) . 7. 28 (d, 
J-7. 9Hz, 2H). 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 
1H) , 7. 4 7 (s, 1H) , 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 
7. 6 1 (m, 1H) , 7. 9 3 (d, J = 8. 6Hz, 2H) , 8. 5 9 (d, 
J=5. 5Hz, 1H) 

(FD-MS, m/z) :4 0 3 (M + ) 

5 3 

N- {4- C ( 6, 7-vV HrS/-4-**'/U-AQ 7x£jU} 
-N' - (2-y h^->7x^) fru 7 (1 1 3) 
6. 7->?y h + x-4- (4-7;;7i; + <» (1 OOmg) 
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£h;bx> (10ml) izmmBlMts 2-/ h + y7x_;KV«>77- 
h (0. 3 6ml) £flD;i, 40»Hjg«L/: o g££*o 
o*;UA/y (1 0 0/1) s ^^^noMV7-feh> (5/1) 

TJg^it Z> : s »; # y 7 A * o -7 h 7 * - (c <k & *f $g U SHO^fc^te* 
1 1 2mg N 1R^7 5%T'^^io 

1 H-NMR (DMSO-dg , 500 MHz) : <5 3. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t. J = 7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 

2. 1H) , 7. 2 3 (d, J =9. 2 Hz, 2H) . 7. 3 9 (s. 1 H) , 
7. 5 5 (d, J = 9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 8. 1 5 (d, 
J = 7. 9 Hz, 1H) , 8. 2 5 (s, 1 H) , 8. 5 5 (s, 1 H) , 

9. 44 (s, 1H) 
M£$Hi (FD-MS, m/z) :4 4 6 (M + ) 

3964*1 5 4 

N- {4- [ (6, 7-i^y h*»>-4— =H-VJ-Jl/) **vQ 7x-;M 
-N 7 - (3-^ h^'>7x-;l/) 9U7 (11 4) 

6, 7-^y h*i/-4- (4-7^y7xy + » **v*'J> (lOOmg) 
£h;Ux> (10ml) icftrtMSHLyt^ 3-y h + y7x-M7m- 

h (o. 3 6mi) *jn* s 40£®mmmitz o mz%4k&, mm* to 

u*)lt±/tf?j-)\, (l o 0/1) > ^^^no*;UA/7-fe h> (5/1) 

31mg, JR*2 1«-C»feo 
1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 74 (s, 3H) , 

3. 98 (s, 3H). 3. 99 (s, 3H), 6. 56 (d, J = 7. 9Hz, 
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1H). 6. 96 (d, J = 7. 9Hz. 1 H) , 7. 15-7. 25 (m, 
4H) , 7. 3 8 (s, 1H) , 7. 5 3-7. 6 0 (m, 3 H) , 8. 5 5 

(s, 1H) , 8. 76 (s, 1H) ,8.81 (s, 1 H) 

Mt£0rfil (FD-MS, m/z) :4 4 6 (M + ) 

H»] 1 5 5 

N- {4- [ (6, l-'J/ h4->-4-*±y'J~A0 t±j/\ 7*-M 
-N' - (4-^ (9 9) 

6, h^>- 4 - (4-7^7xy + -» **7'J> (8 1mg) 

ZhJl^> (5ml) {cjD^^Lfc^ 4-^^>7x-;H7i/77-F 

(0. 29ml) £Jq* n 4 0^BB*«lJli!ttLfeo tffajLfcffl«f*«»U 
x>T'^L^jgO{fc^f«-6 0m g> 1R$4 9%T#/: 0 

1 H-NMR (CDClg. 5 0 0MHz) :62. 79 (s, 3H), 
4. 06 (s, 3H), 4. 07 (s, 3H) , 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2H) , 7. 20 (d, 
J = 8. 6Hz, 2H) , 7. 2 7 (d, J =8. 6 Hz, 2 H) , 7. 3 2 

(s. 1H) , 7. 4 7 (d, J =9. 2Hz, 2H) , 7. 5 5 (s, 1 H) , 
8. 60 (s, 1H) 

MSWrtt (FAB-MS, m/z) :4 47 (M + +l) 
£»J15 6 

N- {4- [ (6, lz21 \±±zJ^tt21=Jkl *±kl Z*=M 
-N' ~ (2-7;l/tD7x^) (116) 
6, 7-SM h*v/-4- (4-7i;7x; + >» **'/'J> (lOOmg) 

*r*x> (lomi) izmmmim* 2-7^07x^7^. 
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b (0. 3 0ml) Ztia*., 4 0£ffltiQ&&Mlt:. o m UzmfcZMM U h 

1 H-NMR (DMSO-dg , 5 0 0MHz) .6 3. 9 8 (s, 3 H) , 
3. 99 (s, 3H), 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 

(m, 1H) . 7. 2 3-7. 2 7 (m, 3 H) , 7. 3 9 (s, 1 H) , 
7. 54-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m. 1 H) . 8. 55 

(s, 1H) , 8. 65 (s, 1H) , 9. 26 (s, 1 H) 

H&ftVtM. (FD-MS, m/z) :43 4 (M + ) 

nmni 5 7 

N- {4- [ (6, 7-S?y h*»>-4-4-^/'J-;l) jj-frvQ 7x-;U} 
-N' -n-7*)\,WT (2 2 0) 

6, 7-vV h^y-4- (4-7^7x;*i/) > (lOOmg) 

£h;Ux> (10ml) ICJD^^L^ n -7*Jl4 V y7±- h 
(0. 2 9ml) fctaU 4 0 ^KtJDiiiSM L fz 0 SH^^od 
*JUA/7*b> (5/1) T'Jg§§t-5'>'J^y;U*5A^D-7hr57>f-{c 
«kt)fil$!iL> aSO{L^^7 5mg. JR^5 6%T^7r 0 

H-NMR (DMSO-dg , 500 MHz) :<5 0. 90 (t, J = 

7. 3Hz, 3H) , 1. 28-1. 4 6 (m, 4H) , 3. 09 (q, J = 
6. 7Hz. 2H) , 3. 97 (s. 3H) , 3. 9 9 (s, 3H) , 6. 23 
(brs, 1H), 7. 14 (d, J = 9. 2Hz, 2H), 7. 37 (s, 1 

H) , 7. 4 7 (d, J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 

8. 53 (s, 1H) , 8. 58 (b r s, 1 H) 

(FD-MS, m/z) : 3 9 6 (M + ) 
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$mwn 5 8 

N- {4- [ (6. 7-SM h*->-4-*y DJU) ±±J/] 7x-;M - 
(4 - t e r t -7 , ^;b7x-;U) K (2 1 3) 

6. K + -X-4- (4-7;;7x;*i/) +y>j> (5 4mg) £ 

rUB5 D °D©4- t e r t -7^;U£m#® (1 0 2mg) £N, N-xV*;U*;b 
A7; K (3ml) ic^L^ l-x^-3- (3' -i> t*)lT i J ? 

Dt^) a**?* ^ mw& (i o 6m g ) zuq^ muizzemmitz 

* H-NMR (CDC 1 3 , 9 0MHz) : 5 1. 3 6 (s, 9H) , 
4. 05 (s, 3H), 4. 08 (s, 3H) , 6. 48 (d. J=5. 3Hz, 
1H) , 7. 1-8. 1 (m, 11H) , 8. 49 (d. J-5. 3Hz, 1 H) 
M#0rtt (FD-MS, m/z) :4 5 6 (M + ) 

5 9 

N- (4- [(6, 7-^^y-4-^iJ^)^y] 7x^1 -N 
zl±Jtz U-t-T'Wx-j^) K (15 6) 

SfeStWl 5 8T»&nfcN- {4- [(6, h*v/-4-+y iJ/P) 

7x-;l/} - (4-t-W7x->il/) K (lOOmg) 

*N. H- 9******7$ K (3ml) Kfc#L*:gL **ft^h»J->A 
(lOmg) fcflu*., O^fcTl^NMBfLfc^ 3^it/*)l (3 1mg) «■ 

^4 8mg, JR$4 6%T'f#7t 0 

*H-NMR (CDC 1 3 , 9 0MHz) : 5 1. 28 (s, 9H) , 
3. 54 (s, 3H), 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6. 32 (d, J=5. 3Hz, 1H), 7. 0-7. 3 (m, 8 H) , 

7. 42 (s, 1H), 7. 50 (s, 1 H) , 8. 47 (d, J=5. 3Hz, 
1H) 

n&$m (FD-MS, m/z) : 4 7 0 (M + ) 
HWJ1 6 0 

N- (4- t-7^7x-;U) - {4- [ (6, 7-v> h^j/~4-^y 

ft^fl'*^ K (15 5) 

4- (6, 7-v>V h4-i/-4-*y (5 4mg) <hrfJ 

I5d d d04- t e r t -^f-^T-'J > (1 0 2m g) £N, N-^y*;U*;W* 
7SK (3ml) ic&tfl*:^ l-xf-;U-3- (3' -vM^7^:/d 

h-;u) 5 Kjg^jg (1 o 6m g ) muizzmrsmnitz^ 
1 tmmommz^^x^u no(^2 9mg, W3 5% 

1 H-NMR (CDC1 3 , 9 0MHz) : 5 1. 3 4 (s, 9H) . 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d. J=5. 3Hz, 1 H) 

®S#tFHI (FD-MS, m/z) :4 5 6 (M + ) 

6 1 (#=%0J) 

2- (6, h*;/-4-*y U;U) -2- (4-^o^7x^) 7 

•t? h- h 'J ;b 

mi^-rn^i-^T-feh-hUA' (4. 3g) £h^x> (l 0ml) 
izmi, O'ClcS&fcTtffcSL Tk^b^-h'^A (l. Og) £flD*.5 0t: 
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(2. 2g) *2ij*.i5iMoflmu fcz&mm^mTmitzo mmm 

*M*M!|HWU «imu mm^*D->/mt*i-ji (2/1) t 
rat 5 >; * 7A^o?f^7^-ia?)isu mm®it&®i£ 

8 5 0mg, JR^2 2%Tl#3to 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 6 6 (s, 3 H) , 
3. 80 (s, 3H) , 5. 40 (s, 1 H) , 6. 74 (s, 1 H) , 6. 9 
-7. 4 (m, 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

Jtt#tfffi (FD-MS. m/z) :38 2 (M + ) , 3 8 4 (M + + 2) 

1 6 2 (#%fl|) 

6, 7-y/^y-4- (4-7p*7x.=jm?-;u) > 
^Ifeflll 6 ltit»nfc2- (6, 7-?> h + ^-4-47 -2- 
(4-?Dt7x_^) T-feh-h'^U (8 5 0mg) &6 0KIKK*&tt (5 
ml) 11 *£7>*-7*CDAofcg3§fc£U£ 0 £ 

*u Si^^D-w^;-^ (loo/i) TS5at*->u*y;b* 

X H-NMR (CDClg, 90MHz) : 6 3. 9 0 (s, 3H) , 
4. 0 2 (s, 3H) , 4. 31 (s, 2H) , 6. 9-7. 5 (m, 7H) , 
8. 63 (d, J=4. 4Hz, 1 H) 

WBMJrtt (FD-MS, m/z) :3 5 7 (M + ) . 3 5 9 (M + + 2) 
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HS60J16 3 (#%0J) 
6, (4 - Mj -n -7^;U7^~:fr7x-;M 

7^3*>^ffl^Tx HJfeWl 62Tif£nrt:6, 7-^r*->-4- (4- 
^o^x-^M^l/) *;>J> (2 5 0mg) £f-h5fcKo75> (4ml) 
fcigf¥L-7 8°C3;-e#£PL£&> 2. 5M©n-:7f-;b'J^OA^*ir>&& 
(0. 3ml) £W7Ll«*ira#lfc 0 ftlc, xh5t Ko75> (1ml) 

**^**>/BHfcxf-;i, (3/1) TJR§Bt*'>y*y;i/*9A^n-eh^7 
7 4 -fcJ:e>||«U gJI©ft£«:8 5m g> JR*2 2%T?»fc 0 

* H-NMR (CDC 1 3 . 9 0MH2) : (5 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s, 3H), 4. 02 (s, 3H) , 4. 34 (s, 2H) , 7. 0 
~7. 5 (m, 7H), 8. 63 (d, J=4. 6Hz, 1H) 

HJ60J16 4 

(4- [(6, 7-i?j ij;u) 7x-A>) (4-t 

-•^f-;U7x_;i/) y^y> (16 2) 

Xttfll 62T*§£*lfc6. 7-S» h*->-4- (4 - h «; - n -7>;l>x 
^-t7x-JMfA) +y 'J > (8 2mg) s mfl5©4- 1 -7**\il/'<>W 
**og K (31mg) McWUIOlfx (M7*-Jl/**74» 
7A (II) *o'J Kt^no*^ (3ml) IcfcflU »«««T> 1 5B*Ra 

*^**>/Wii^/u (2/i) •ejgggi-5»Ji^DThr77 < f-ic«kt3is 
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$ U Sffl®<ffc£ft & 6 m g N iK^ 1 0 %T^fc 0 

*H-NMR (CDC1 3 , 9 0MHz) : 6 1. 3 6 (s, 9H) , 
3. 91 (s, 3H), 4. 03 (s, 3H) , 4. 45 (s, 2H), 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 
M£flrffi (FAB-MS, m/z) :4 4 0 (M + +l) 

£lfe0Jl6 5 

N- (4-7 ^D7x^) -N' - (4- [ (6, 7-vV h4v-4- 
jyjMQ 7x-;H ff7l/7 (203) 

6, h + f/-4- (4-7;y7x; + i/) +y «J > (lOOmg) 

£h;Ux> (10ml) (cJnlfe^L^ 4 -7JWd7 x-;b^^ y ^7 
*-r (5 2mg) *Jpx. % 2 4^Hjani««Lfco &&£g£U gflt£?o 
d * * a/V ^;-;K10 0/l) T*Jl§gt -5 f'JTO7A^7h ?7 

1 H-NMR (DMSO-dg . 5 0 0MHz) : 62. 93 (s. 3 H) , 
3. 95 (s. 3H), 6. 50 (d, J=4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
. 7. 59 (d, J=8. 6Hz, 2H) , 8. 50 (d, J=5. 5Hz, 
1H) , 9. 8 0 (b r s, 1 H) . 9. 84 (b r s, 1 H) 
KfbftfHI (FAB -MS, m/z) :4 5 0 (M + +l) 

^«&0]16 6 

1- (4-7Md7x-;I/) -2-v7y-3- {4- [(6, 7-v?yK 
*->-4-*y V;U) 7x~;b} ^7->y> (2 04) 

&tt09l 6 5Ti§btlrt:N- (4-7^tD7xi^) -N' - {4- [(6, 
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t-** H^>-4-*/»J*) 7x-;H ***u 7 (3 3mg) , 

P**o^*S/***#5>-f $ K (3 1mg) \ teltO^y^otlxfi 
7i>*m/*l>> (10ml) »c»»Lfco CCICTHF (1ml) fcftgp 

lfci/7^ K (1 6mg) £Jn*MT-ft|I#Lfc 0 &&£S£U g££ 
9uu*A,lStt,j-k (10 0/1) TB«t«i"JW*5A^D7h 
^^-fc^DIHHU «JH©ft&4&£3 4mg, iR^9 9%T^ 0 
1 H-NMR (CDC lg , 9 0MHz) : 8 4. 0 3 (s, 3 H) , 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8- 
7. 6 (m. 10H). 8. 52 (d. J = 5. 3Hz, 1 H) 

M#*r*l (FD-MS, m/z) :4 5 7 (M + ) 

N- (2-7 ^Q7x^) -N' - {4- f (6, 7-?y Y*i/-A- 
*cJV)V) 7j,x.M j-yt^UT (2 0 5) 

6, 7-S>y h + «/-4- (4-7;;7x; + y) *J »J > (1 0 Omg) 
*h;Ux> (10ml) icfliMAKML^ds 2-7^D7x-Wvy7 
*-b (0. 0 5ml) *JdjU 24maiM9»EL^. J«*«4U Stt« 

^p*W^;-/i (loo/i) «ny^m7A^D7h 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 0 5 (s. 3H) , 6. 5 3 (d, J = 5. 3 Hz, 1 H) , 7. 1~ 
8. 0 (m, 1 OH) , 8. 5 3 (d, J = 5. 1Hz, 1 H) 
JUbMfHt (FAB-MS, m/z) :4 50 (M + +l) 
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1- (2-7;l/^D7x~;l/) -2-y7y-3- {4- [ (6, 7-S?y h 
4-^-4-^7 W **»>3 7x-^) g7££> (2 0 6) 

H»J16 7Tf^btl^N- (2-7MD7i-l) -N' - {4- [(6, 
7-^^>-4-+;iJi) 7i-;H ^^^U7 (42mg) , 

'Ji/fin^S/JUfjM'M $ K (3 7mg) „ 7 7°o t'^xf-A, 

71>*mit/*U> (10ml) fcjffiWLfco dCKTHF (1ml) Icfcjg 
Lfc->7*$ F (2 0mg) *jDi»iT?-WWLfco «ttt*»*L^ Mtt« 

)dd-w^;-^ (loo/i) TM^t^v'j^^^^A^D^ h 

* H-NMR (CDClg , 9 0MHz) : 6 4. 04 (s, 3H) , 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1- 
7. 6 (m, 10H). 8. 47 (d, J = 5. 3 Hz, 1 H) 

M£flr«£ (FD-MS, m/z) :4 5 7 (M + ) 

H»J1 6 9 

N- (2-* h^'>7x>^) -N' - {4- [ (6, h*»>-4- 
jZJW 7x>4/} f*frj/7 (2 0 7) 

6. 7-?;< h*<>-4- (4-7^7*y^^» (lOOmg) 
ZhJlJL> (10ml) izUa^mitz^ 2-/ h*i/7x-Jl1-*<<Vi/7 

(0. 0 5ml) *Jd;U 2 4 B$HJnfNU»fE L fc e *»*B4U 
^DD*;PA/y (10 0/1) TSeat^v/U^W^^A^n^ h 

fyyt-izmmU moit&mi 8mg, ff*5 0X?ft^ e 

1 H-NMR (CDC 1 3 , 9 0MHz) : <5 3. 8 6 (s, 3H) , 
4. 0 4 (s, 3H) , 4. 0 5 (s. 3H) , 6. 5 2 (d, J =5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
Kfi##Hli (FAB -MS, m/z) :4 62 (M + +l) 

H»J17 0 

N- (2-^^;U7x-;l>) -N / - {4- [ (6, h^- 4 -^ 
J 7x_;U) 5^9 1/ 7 (2 0 9) 

6, h + (4-7;;7x; + -» 4V D> (80mg) £ 

h;Ux> (10ml) KlmmmiK.'&s 2 - J *Jl7 x-J^tJ v 
h (0. 04ml) fcflu*., 2 4^1]!jDlfeiS^LA:o &i££®±L &2t£?u 
a*;i,A/>*y-;U (1 0 0/1) Tg^l"* U iiY^ii 1 ? A? h ^5 

^ H — NMR (CDClg , 9 0MHz) : 6 2. 3 8 (s, 3 H) , 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3 H) , 6. 5 0 (d, J =5. 3 Hz. 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J = 5. 3Hz, 1 H) 

Sffi##Ht (FD-MS, m/z) :44 5 (M + ) 

H«J1 7 1 

N- (3-y^;U7x~;U) -N' - {4- [ (6, 7_z2* h*">-4-* 
y 7i-;l>) ^^-7U7 (2 11) 

6, 7-->'y h**>-4- (4-7 ;;7x;*-» */ 'J > (8 lmg) * 

k^x> domi) \zmmmiti& 3->^7x-m^vm- 

h (0. 04ml) *|D^ 1 5aMMR»l*: e MKM^U 3SE£?d 
o*;UA/y^y-;b (100/1) •> x ) ilVW? A? 0-7 

74-fcJ;i)H«U ^S©ib^«6 6mgx iR^5 5%T#fc 0 
^ H — NMR (CDC 1. , 90MHz) :62. 40 (s, 3H), 
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4. 03 (s, 3H). 4. 05 (s, 3H), 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d. J = 5. 3Hz, 1 H) 
X§##HI (FD-MS, m/z) :44 5 (M + ) 

HK0J1 7 2 

1- (2-; <f-;t,7x-;t,) -2-^77-3- {4- [ (6, 7-9V 
->-4-*y'J;t/) 7x-;U) /7-?> (2 10) 

^»J1 7 OTlfbtlfcN- (2-y^7x-;b) -N' - {4- [ (6, 
h*y-4-±;*)J\,) 7x-;H ft^V7 (24mg) N 

S^d^******^ 3 K (45mg) , l&mSOi^Vfvt'JlJLl-jl 
7±>*mt/1-ls> (7ml) izmitzo ::i:THF (1ml) izfemi 
fzi/Ti-i K (2 8mg) ZlM^m&T'-Wm L tz 0 gi^^U 

dd*m/^;-^ (loo/i) •?mmz>'V*?ji<i77A?u-?hy 

1 H-NMR (CDClg , 5 0 0MHz) : (52. 36 (s, 3H) , 
4. 03 (s, 3H), 4. 04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 
1H), 7. 3 0-7. 4 5 (m, 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 

(d, J = 4. 9Hz, 1H) 

®S£tfr<I (FD-MS, m/z) : 45 3 (M + ) 

£IS0J17 3 

1~ (3-y ^7x-i) -2-->7y-3- {4- [ (6. 
v - 4 »;;!,) 7x-;H ^7-v>> (212) 

7 lT8£>ft*:N- (3-yf-;U7x-JU) -N' - {4- [ (6f 
7-*y h + ->-4-+y>;^) 7x-;b} f-*7U7 (18mg) „ 
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! J ! s9a^*i/)i,ijA,tfi?4 i K (3 5mg) , ttiiC^vynBxH 
7 i I/ > (6ml) tfeWltZo CCKTHF (1ml) jc*J)¥L 

fc->7*5 K (2 3mg) «n*»THft«fc Lfco »»»±L, 

uu*n,u/*9j-n, (loo/i) T?KHt*->';*y^*5A^n-eh^ 

1 H-NMR (CDClj, 5 0 0MHz) : <5 2. 38 (s, 3H) , 
4. 03 (s, 3H), 4. 04 (s, 3H), 6. 48 (d, J = 5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9H) . 7. 5 1 (s. 1 H) , 8. 4 8 
(d, J=5. 5Hz, 1H) 

Wg^tfrM (FD-MS, m/z) :4 5 3 (M + ) 

HJfeflll 7 4 

^SfeM 2 2 4 - M - n - 7*^1^ > - 1 - y h * 2/ y ?^7 x y 
(1. 3 g) imBSS04- (h 'J7;btD^ 1**2/) ?no^> 
V'-f^^D'J K (6 74mg) ^^dd'^^A (5ml) C»S?U rfi|Ra©h* 
X (h'j7x^77<f» /<5v?9A (I I) K (8mg) £AtU 

i Bfe«M l fco ratHM* xmi 2 3 i mm®* mx^mt zmzzmz* 

(2. 0g) *fh7tKD77>(4ml) 7k (5ml) £6N 

SS^tlffii (FD-MS. m/z) :2 82 (M + ) 
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fSte0ll7 5 

(4-M7;u*py h^- >7x-i) (4-CC6, 7-yy^->- 4 - 
*y »j;u) a-*<>] 7x_;b) y?y> (2 8 4) 

HS&0J1 1 7T^4-kFDt/7x-^ 3- h U 7;^d^-4-.> 7x - 
^ (581mg) tltifc&®4-ySi-)l7iy WJy (2 7 7mg) 

(2 0mi) ^Ati, 7^y^mrm&^mnuz 0 1B#^ 4 - 

7-5Mh***yy> (4 6 0mg) 2 4^IH»ID1WI» 

o n * * ^mzmmm-? r* twi l me t»« * m & turn 

^D?hr7 7^-ic e k^)HS5!^ Mfc?oo*;UA/#gx*;b ( 5/1 ) T 

-5^® •> >J # n -7 h /5 7 >r - iz «fc *) u &m<D4t&®Z 
4 7 0mg, JR¥4 9KT?»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 3 (s, 3H) , 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d, 
J = 8. 5Hz, 2H), 7. 35 (d, J=8. 7Hz, 2H), 7. 46 
(s, 1H) . 7. 4 7 (s. 1H) , 7. 8 9 (d. J =8. 5Hz, 2H) , 
7. 92 (d. J=9. 2Hz, 2H), 8. 59 (d. J=4. 5Hz, 1 H) 

M£*rtt(FD-MS, m/z) :4 6 9 (M + ) 

HifcMl 7 6 

m£,<D-\>a*fiy (10ml) ^ TWRS©7-y-Jb (1. 0 8 g) <t 
mi5n D n04-3-KX>y>r;^D.j K (2. 67g) irfflES©* y^tr* 
^ (I I I) h'J7^*Dy*>x;l,**-h (62 0mg) £Ja;U 6 Otic 
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7k««T^* v 7 ATE* U $ffT£8®£ LTWfcM*^** >/ft&x 
^^tm t ^ •> 'J * 7 A ^ o 7 h 7 7 -lwJ:t)fl||5!U SHO-fk 
^72 2mg, iR$21%T-^ 0 
M£#T*t (FD-MS. m/z) :3 3 8 (M + ) 

wmi 7 7 

4-b Kd4-S/7x~^ 4-3-K7x-^ frh>(#%ffl]) 
^»J1 1 9*e$fc4 -y h + ->7x-;L- 4-3 - F7i_i y h > 
(7 2 2mg) £v^ooy*> (2 0ml) fcfctfU *#Tl. 0M*n> 
M)7*o$ K-y^DD^«(9ml) £Jq;U MS*it^L^ e 1%& 
RJ6a^tt**7K^*^ % tK£ * n d Lfc 0 ? n n *;UA0£at* 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 56. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz. 2 H) , 7. 65 (d, 
J = 8. 6Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

HftfttfriS (FAB-MS. m/z) :3 2 5 (M + +l) 
£»J17 8 

(4- [(6, 7-->V *)A>) **S/J (4-3 

- K7_x£Jb) > (2 8 5) 
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>rh> (3 8 0mg) t 4 -9t *)17 i J f'J v> (15 8mg) £ 
*->b> (11ml) ^AniitWWL^ 2*M*4-*od-6. 7- 
i?t h*S/*yu> (2 6 2mg) ^ lNMMUKLfco SlGfiM^tt 
UttWK**^ h 'J * no*;l,AT'» ?dd *;|, AH**** 

/77>r-lc«fct)^^ N miztDnfrjiA/ftmiL+ji, (5/1) TSHt* 

8® * u d -7 b r? 7 < -k j: o m s u mmpxtmt a 5 9 m g, 

JR¥7 7%T»fc 0 

*H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 3 (s. 3H) , 
4. 07 (s, 3H) , 6. 66 (d. J = 4. 9Hz, 1 H) , 7. 2 7 (d, 
J =7. 6 Hz, 2H) , 7. 4 6 (s, 1 H) , 7. 4 7 (s, 1 H) , 
7. 54 (d, J=8. 6Hz, 2H), 7. 88 (d. J = 7. 9Hz, 2H) 
. 7. 90 (d. J=8. 6Hz, 2H), 8. 58 (d, J-5. 5Hz, 1 
H) 

cfd-ms. m/z) .-511 (m + ) 

9mm 7 9 

m&O-bvt 9> (1 0ml) mS£n a D©7~y-;U (l. o 8 g) t 
m8* n D D 04-7o*<>yV;l^oy K (2. 2 0 g) <tmi5 D D oCD>l' y TJlt't 
A (I I I) M7;U*o;<*>z;l,**-h (6 2 0mg) £Jd;U 6 Otic 

Tk^K^ 7 a-?«* u &ET®mik ix'&t-jmz^^s/mt* 

f-bT-mt S Y y A 9 d t Y 7 7 4 - (C «fc & fffK L % ft 
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£«9£1. 6 5g> 4SW5 796T»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 89 (s, 3 H) , 6. 
97 (d. J-8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2H), 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d, J = 9. 2Hz, 2H) 
n&fitifm (FD-MS, m/z) :2 9 0 (M + ), 2 9 2 (M + + 2) 

HWJ18 0 

Mt&mi 2 2T^4-^ h*->7x-;U 4-7'd^7x-;U >^h> 
(1. 65g) *^dd^> (20ml) KjgtfU *&T1. 0M*n> 
MJ7*d$ K-^od>^« (23ml) £Jo;U Sfi+«»Lfc 0 1* 

©ft£«Mrl. 3 4 g N JR$8 5%T?i^o 

H -NMR (DMSO-dg, 5 0 0MHz) : 56. 90 (d, J = 

8. 5Hz, 2H) .7.61 (d, J=8. 5Hz, 2 H) , 7. 6 6 (d, 
J = 8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2H), 10. 46 
(b r s, 1H) 

MaifHt (FD-MS, m/z) :2 7 6 (M + ) . 2 7 8 (M + + 2) 
UttWl 8 1 

(4- [(6, 7-vV h*i/-4-*y 7x-;U} (4-7* 
p^7xj:;1) (2 8 6) 

7;U3*>^«£Ts ldt«12 3T»^4-tKD + '>7x-;U 4-7*0*7 
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-5r h> CI. 182g) £ 4 - >V 7^7 ; / t° U x> (5 7 3mg) 
**5'l/> (37ml) ^AftlliHWLfc. 3 0#&4 - * do- 6, 7 
-S*y h*S/*yy> (9 5 4mg) *JDA, lttJDjlW*Lfco Klfflteft* 
ttftlttl*** h >j Vi^immb? d d **at#H«K * o d *;bAl£&7k 

/IHtxf-^TWBtS y 'J *Wd7 h * 7 7 < -ic «k t>M!tk Mfc* a 

V*JM*/Wm*1-)l (5/1) t«f^Iy'J*WD7h/77-f- 

U £H0fl:&$£l. 5 74 g> JR¥7 9KT?»fc 0 
1 H-NMR (CDClg, 5 0 0MHz) : 5 4. 0 5 (s, 3H), 
4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J = 8. 6 Hz, 2H) , 7. 4 6 (s, 1 H) , 7. 4 7 (s, 1H) . 
7. 65 (d, J = 7. 9Hz. 2H). 7. 70 (d. J=8. 5Hz, 2H) 
. 7. 90 (d, J = 8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

MBMJr* (FD-MS, m/z) : 4 6 3 (M + ) , 46 5 (M + + 2) 
Mjfij#]18 2 

14- [(6 , 7-^7h^y-4-^;'j;Q t^y] 7x^b} [4 - 

Qj^jf±jie^2JLD. ZleM ttjy (2 8 7) 

7"h> (2 3 2mg) £h;bx> (5ml) ^Ati, SlcmKAON 
-y^;l/tX5v?> (6 1mg) x ^-h'J^A t-^h + S/K (67mg) % 
t'X (h'J7xz^x7^» /<5 5>*A (I I) ^dij K (7rag) £fln;l 
1 0 0 Wl 7^BMI»Lfco RJCSM^IfeMifb^ h U SATfcfcfci 
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ffTfctt«5fefc»&ftfcMte % 9an*A,j*/*fij-)), (10/1) T'g^ 
tzmmi/ ') XYJlt d-7 b ?7 7 4 -IC ct «9*t8S! U S|iDft^5 3 m g, 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 37 (s, 3 H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J = 5. 5Hz, 4H) 
. 4, 04 (s, 3H), 4. 06 (s, 3 H) , 6. 63 (d, J=4. 9H 
z, 1H) , 6. 9 2 (d. J =9. 2 Hz, 2H) , 7. 2 5 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s, 1 H) , 7. 81 
(d, J-8. 5Hz, 2H), 7. 87 (d. J -8. 6Hz, 2H), 
8. 56 (d, J = 4. 9Hz, 1H) 
M&ftUrm (FD-MS. m/z) :4 8 3 (M + ) 

&*0J1 8 3 

{4- [(6, 7-y> ^->-4-^yij;i,) t^y]7x-;M f4-* 
^'J/7i^] y^y> C2 8 8) 

7^^>5UTFn ^«fe^Il 2 3mfc4-fc Kd+^x^ 4-t*d*7 
x-;b yh> (2 3 2mg) £h;Ux> (5ml) ^AtU MlCffflRSo* 
> (5 2m g) , i- h U -7A t -7Y* : s K (6 7m g) N ( h U 
7x-Hx70) >*5S**A (1 I) ?d'J K (7mg) £flD;Lfc&, 
1 0 0 14> 1 l/c 0 ££&£$|£!&*n£^ h 7 A*®^ * n □ 
AT'£!&, ^no*;UAji^7KSiiilT/^i/7AT'«;*IL/io fcffTfc&g 
&fc®l>tlizmk^ ^DD^M/tlx^ (5/1) T-jg^5»^v/>; 
^7>f;U^Dvh^77^-(cJ:*3fg8!!U g&©fl:S03£3 2mg, JR^14% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 34 (t, J = 4. 9H 
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z, 4H), 3. 88 (t, J = 4. 9Hz, 4 H) , 4. 04 (s, 3H), 
4. 0 7 (s, 3H) . 6. 6 4 (d, J = 5. 5 Hz, 1 H) , 6. 9 2 (d, 
J = 9. 2 Hz, 2H) , 7. 2 6 (d, J =7. 3 Hz, 2 H) , 7. 8 3 
(d, J=9. 2Hz, 2H), 7. 87 (d, J = 8. 5Hz, 2H) , 
8. 56 (d, J = 5. 5Hz, 1H), 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

MS##rfil (FD-MS, m/z) :4 7 0 (M + ) 
IWJ18 4 

(4- [(6, 7-^V h^->-4-^yj;b) ^-^->] 7^-;U} U-h' 
o'J vV7x_;l/) (2 8 9) 

TJlzfy^MT^ mmmi 23Tl#*:4-t Ko+->7x^ 4-7 D t 7 
>ryy (2 3 2mg) £h;l,x> (5ml) ^Atl, HtcmifoFnOtf 
(4 3mg) „ t-7*h*xK (6 7mgK t'^ (HJ 

7x-;U**7y » ^r^A (I I) *o'J K (7mg) £7jn**:& x 10 

»btifc««^ ^DD*^/»iif;i, (5/i) Tamf 5*jBi/y*y 

^^n^h^7-f~(i«ki9ffiS5!U HOM«4 5mg, tt*2 0X?ff 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 0 5-2. 0 8 (m, 4 
H) , 3. 38-3. 41 (m, 4 H) , 4. 04 (s, 3H) , 4. 0 6 (s, 
3H) , 6. 57 (d, J=9. 2Hz, 2 H) , 6. 6 2 (d. J=4. 9H 

1H), 7. 24 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J = 9. 2Hz, 2H) . 7. 84 (d, 



WO 97/17329 



1 6 0 



PCT/JP96/03229 



J = 8. 5Hz, 2H), 8. 55 (d, J=4. 9Hz, 1 H) 
JM£fffl[ (FD-MS, m/z) :4 5 4 (M + ) 

(4- [(6, 7-y7h^y-4-^;'J;b) t^->] 7x^) f4-fc' 
^'J'^7x_;b] y^y > (2 9 0) 

7JUzf>^T. ^iS^Jl 2 3T^fc4-t F'D + >>7iJi;U 4-70*7 
x^;U ^h> (2 32mg) £b^x> (5ml) ^Atl> MlcmBSSOh' 
^'Jv?> (5 1mg) , *HJ«?A t-yh+i/K (67mg) N fx ( h 'J 
7x^**74 » /<7>>7A (I I) ?d'J K (7mg) *1)B?Ltz'&, 
1 0 0 t * 1 Hfeit# L /Co V U * ATkfcfc £ * a a * ;U 

£&*§£ti*:g|2i£\ ?ciD*;UA/ifcgx^;u (5/1) T-Jg&rf S^Jiv/ tj 
^y;^Dvh^57^f-{c < k«9*ISS!L> llji©rt;&$l£7 5m g> iR^32% 

H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1. 68 (b r s. 6H) , 
3. 3 8-3. 3 9 (m, 4 H) , 4. 0 4 (s, 3H) , 4. 0 6 (s. 3 H) 
, 6. 63 (d. J=4. 9Hz, 1 H) , 6. 89 (d, J=8. 6Hz, 
2H) , 7. 2 5 (d, J =8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H), 7. 80 (d, J=9. 2Hz, 2H), 7. 86 (d, 
J = 8. 6Hz. 2H). 8. 56 (d. J=4. 9Hz. 1 H) 
(FD-MS, m/z) :4 68 (M + ) 
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mmm 1 8 6 

N- (2-^ hty-4~k'7x-^) - N' - {4- [ (6, 7 - V* 
yjp t^isi y^^.ji} jyi/j (2 2 2) 

6, h + (4-7;y7x; + y)+;'J> (5 2mg) £ 

h^x> (5ml) fcMIU h »Jx^7 i > (1 m 1 ) ZmA.tzfc, h 'J 7 
tX>f> (52mg) ^Sa^ 2mtJD&iIMUco SC^H2-y N + ->-4 

-e^^^br^ > (i o 3m g ) ^ja^ 1 3£mmtiiitz 0 mmizfc 

a*;UA/7*h> (10/1) TJ8Bif«*>»J*y*;U*7A^a^h/57^ 

^ H -NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H) , 6. 44 (d, J=5. 5Hz, 
1H) , 6. 8 6 (d, J =8. 5 Hz, 1 H) , 7. 1 0 (d, J = 8. 6H 
z, 2H) , 7. 2 1-7. 3 7 (m, 4 H) , 7. 4 3 (s, 1 H) , 
7. 5 3-7. 5 9 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
. 8. 48 (d, J-4. 9Hz, 1H), 8. 53 (d. J=2. 4Hz, 
1H) 

M£*ftt (FD-MS, m/z) :52 1 (M + ) 
18 7 

N- (2, 6-^7^^7t^) -N' - {4- [(6, 
tv/-4-»;'J;i>) t^i/] 7x~;l/) frU7 (2 2 3) 
6, 7->M H + (4-7i;7x>' + v/) *VU> (5 4mg) £ 

(5ml)i:MIU h 'Jx^j $ > (lm 1 ) ZtiaZtz^ y t) ? 
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*xy> (53m g ) smmmmitzo Kmiz2, b-'mv? 

d ¥)17- >J >(0. 0 5ml) *Jd^ 1 5 £M jDHftig«E L fz 9 SJMlzftK 

*;UA/7-fch> (10/1) Tflt5^J^m7A^D7hr77>f- 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 6 (m, 1 2H) , 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3 H) , 
6. 0 9 (brs, 1H) , 6. 2 8 (br s, 1 H) , 6. 4 2 (d, J = 
5. 5 Hz, 1H), 7. 0 8 (d. J =8. 5 Hz, 2 H) , 7. 2 6 (in, 
1H) , 7. 2 9-7. 4 0 (m. 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 
(d, J = 4. 9Hz, 1H) 
R*£#tt(FD-MS, m/z) :4 9 9 (M + ) 

nmmi 8 8 

N- (2-^dd-4 HP7x-;b) -N' - {4- [ (6, 7-vV h 
*y-4-*/ U;lQ 7i-;H 2±Z (2 2 4) 

6, 7-vy H + (4-7;;7xy + ^) +>"J > (10 4 rag) 

*h;kL> (10ml) Kmmmitz^ 2-^DP-4--Fn7x-;K 
V>7*-h (15 0mg) fcjn*., 1 OJMflMSttL*:. tftflLTfcfclSfi 
£JMRU h*i>Tft*1"*CiCJ:i}««©<k^ft*l 7 2m g> iR$ 

* H-NMR (DMSO-dg, 5 0 0MHz) : <53. 94 (s, 3 H) , 
3. 95 (s, 3H) . 6. 46 (d, J = 5. 5Hz, 1 H) . 7. 2 4 (d, 
J = 9. 2 Hz. 2H) , 7. 3 8 (s, 1 H) . 7. 5 1 (s, 1 H) , 7. 
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6 2 (d, J = 8. 6 Hz, 2H) , 8. 2 3 (m, 1 H) , 8. 3 5 (m, 
1H) . 8. 4 6 (d, J = 5. 5Hz, 1 H) , 8. 5 7 (m, 1 H) , 
8. 84 (b r s, 1 H) , 9. 85 (b r s, 1 H) 
VM&Vm. (FD-MS, m/z) :4 9 4 (M + ), 4 9 6 (M + + 2) 

^»J18 9 

N- (3-^pp-2-yF^^7x^) -N' - (4- [(6. 7-yy 

6, 7-vV h + y-4- (4-7;;7x/ + y) J V > (58mg) £ 
VJlJ^> (5ml) ic^n^PL^ 3-^oo-2-y Ky7x;;K7 
*>7*-h (0. 1ml) ^Ua^ 2 2$®m®mitz Q 
/74rh> (1 0/1) TM8§t6^U £^#7^70-7 -lc«fc*) 
JtSSJU ^g©fb&$l£7 5mg % TO 8 0 %-C*#jto 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 63. 7 3 (s, 3H) , 
4. 02 (s, 3H), 4. 05 (s. 3H) , 6. 47 (d, J=5. 5Hz, 
1H), 7. 0 1-7. 0 6 (m, 2H), 7. 1 5 (d, J =8. 5 Hz, 
2H) . 7. 4 3 (s, 1H) , 7. 5 2 (d. J =9. 2Hz, 2H) , 
7. 57 (s, 1H). 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2H) 
. 8. 50 (d, J = 5. 5Hz, 1 H) 
n&mm (FD-MS, m/z) :4 7 9 (M + ), 48 1 (M + + 2) 

nmi 1 9 0 

N- (2 do-6 -y f-;b7 -n / - (4- [ (6. 7-^y h 
4i/-4-*7 UdQ ±±±} 7x-;U) 9U7 (2 2 6) 
6, 7-^h*->-4 - (4-7$ y 7x; + i') +yj > (5 2mg) £ 
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h;bx> (5ml) i:|»L/:|, 2-^dd-6-^;I/7x-Mv> 
7*-h (0. 1ml) fcjQ*, 17»MJnJlftii«ELfco tfttiLT§fc*Sfi£it 
WU H^i>Tft»tSCiJCJ:t)«fi|©<fc^*6 lmg, JR$7 4%T$ 

fee 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 2. 2 8 (s, 3 H) , 
3. 94 (s, 3H), 3. 94 (s, 3H), 6. 43 (d, J=4. 9Hz, 
1H) , 7. 18 (d, J = 9. 2Hz, 2H) , 7. 2 0-7. 3 6 Cm. 3 
H),-7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2 Hz, 2H) , 7. 9 8 (s, 1 H) . 8. 4 5 (d, J =5. 5 Hz. 1 H) 
. 9. 03 (s, 1H) 

Ri^lfrKFD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 

gffiffl 1 9 1 

N- (3-?pp-6-y h^->7x^;b) -N' - {4- [ (6. 
h4->-4-^yj;l/) *±i/} 7x-;U} 7U7 (22 7) 

6, h*i/-4- (4-7i;7i; + >» *y U> (5 2mg) £ 

h^x> (5ml) RMA&ffLtfk 3-^D-6-n + '>7x-;KV 
*>7*-h (1 1 lmg) £fln*., 2 9#P5Mfcg3fclfc 0 ^^0t>U 
/7-feh> (10/1) Tg8Bt*^'J*y^*5A^o-7h/7 7-f-»Cj;t) 
UttU *«©<k^«S*8 4mg, JR¥l 0 0KTHfc„ 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 6 0 (s. 3H) . 
3. 99 (s. 3H), 4. 05 (s. 3H) . 6. 46 (d. 3=4. 9Hz. 
1H) , 6. 6 9 (d, J =8. 5Hz, 1H) , 6. 9 0 (m. 1 H) , 
7. 11 (d, J=9. 2Hz, 2H), 7. 42 (s, 1 H) . 7. 53 (d. 
J =8. 5 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s, 1 H) . 
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8. 3 2 (m, 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 
1H) 

VM&Vm (FD-MS, m/z) :4 7 9 (M + ), 48 1(M + + 2) 
UteWl 9 2 

N- (4 ~^ dd~ 3 -- h D7x-;b) -N' - {4- [ (6, 7-->V h 
^->-4-^yj;b) 7izi) ryiyj (2 2 8) 

'6, 7—>V h*y-4- (4-7SV7*y*5/) *y ij>(5 2mg) * 
h^x> (5ml) CMiiL^l 4-^DD-3-^h7x-;KVy 
7*-h (2 2 4mg) ^TJD^, 8aiBJWIM*Lfco «flBLT*fcttJ|*i|» 
U h;Ux>Tft&tS;i£lcJ:t)^®fl;£$l£l 25mg. iR^7 5%TH 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 21 (d, 
J = 8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) . 7. 5 1 (s, 1 H) , 
7. 60 (d, J = 8. 5Hz, 2H), 7. 65 (s, 1 H) , 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 
9. 01 (s, 1H) ,9. 27 (s, 1H) 
EMftftm (FD-MS, m/z) :4 6 3 (M + ) , 4 65 (M + + 2) 

mmmi 9 3 

N- (2, 4-^oo7r^) -N' - (4- [ (6, 7 - ; 3£ h^y/- 
4-*yj;i,) 7x-i) fri^y (2 2 9) 

6, 7-S*y h*->-4- (4-7;;7x^-» *yj > (5 3mg) £ 
h)lJL> (5ml) KMfcjgLfcgU 2, 4-^^D7x^Kvm- 
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h (ii5mg) zua^ 2 0fimm?mMuz o iftfiLT*fcisa*itwu 

*H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J =4. 9 Hz, 1 H) , 7. 2 2 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 40 (m. 1 H) . 7. 
51 (s, 1H), 7. 59 (d, J = 9. 2Hz. 2H), 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H) , 9. 56 (s, 1 H) 

®fi##Hit (FD-MS, m/z) :4 8 3 (M + ) 

HWJ19 4 

N- (2, 6-^dd7x^) -N' - {4- [ (6, TjzJL* 
A-*JV)l) *±i/) 7x-;l/} frUT (2 3 0) 

6, 7->7h + ^-4- (4-7;;7x; + /) *y »J > (5 2mg) £ 
h;l/X> (5ml) lcjDj»»l?Lfc^ 2. 6-^DD7i-;Kvm- 

h (i2 5m g ) itnz.* i2#r$mmmitzo ^mir^fzm^tmu 

Y)\s^yi:WfrtZ>Zt\z±i)mm>{c&m*% lmg, JK*9 6KT?ftfc 0 

J H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3H), 
3. 94 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (dd, J=7. 9. 7. 9Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H). 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1H) , 9. 09 (s, 1H) 
K*#tfrfe (FD-MS, m/z) :4 8 3 (M + ) 
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M WJ 19 5 

N - {4 - [ (6. h^y-4-4-y *jrvj 7xii) - 

N / - [1- (1-^7^;U) x^;U] frU7 (2 3 1) 

6, 7-v>V h + i>-4- (4-7i;7x7 + y) (54mg) * 

h;bx> (5ml) icJo^j^L^ 1- (l-j-71-Jl) if;KVy7^ 
-h (0. 05ml) 1 0 0^f H m^®^L/; o SM^od^a/ 

T-fe h> (1 0/1) TJg^t^'Jrt^rt^A^D ^ h^7>r-KJ;f)*i 

* H — NMR (DMSO-dg, 5 0 0MHz) :<51. 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3H). 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) . 6. 79 (s, 1 H) , 

7. 11 (d, J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H), 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H) , 8. 4 2 (d, J =5. 5 Hz, 1 H) , 8. 5 2 (s, 1H) 

H£##ffii (FD-MS, m/z) :4 9 3 (M + ) 

19 6 

N- (2-n-y^;U7x-;U) -N / - {4- [ (6, 7-i>y K*->-4 
-*yj;U) ^-^->] 7x-M Qls7 (2 3 2) 

6, 7-^ h + '>-4- (4-7$y7*y**» »J> (i i 9 m g ) 
£h;bx> (12ml) WMU MJx*;U 7 $>(2. 4ml)mfct, 
M7*xy> (13 3mg) ^Jd^ 2#Rm&iSffil7:o EJ£fcl;:2-n- 
T^l^xx,^ > (0 ! 3ml) j o^jD^ig^L^o 
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1 H-NMR (DMSO-dg, 500MHz) : 6 0. 9 2 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m. 2H), 1. 50-1. 57 
(m, 2H), 2. 59 (t, J = 8. 9Hz. 2 H) , 3. 93 (s. 3H), 
3. 94 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 98- 

7. 02 (m, 1H) , 7. 12-7. 17 (in, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) , 7. 58 (s, 1 H) , 7. 59 
(d, J = 8. 5 Hz, 2H) , 7. 7 1-7. 7 5 (m, 1 H) , 7. 8 9 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 
SS##HI (FD-MS, m/z) :471 (M + ) 

n mm 1 9 7 

N- (3-xF^-^;tol/7x^) -N / - {4- [ (6, 7-vV h 

j-Jf.^ 7aZ jM 71/ 7 (2 3 3) 

6, h + -/-4- (4-7S y 7xy*-» *y »J > (1 3 lmg) 

£h;l,x> (10ml) Cftffl&IIIU h'Jx*;l,7$> (2ml) feflDifclk 
HJ7*x>r> (2 13mg) £fln;U 2 £HiO&»»E L fc 0 RJK»C3-7 5 
/$Iiixf;UxfA (0. 1 m 1 ) £Jto;U 7 ^WMnHMIift L fc 0 RJC* 

?DD*;i,A/7-fc h> (1 0/1) T'S^t^ > U ttfht? D7 h 

7 4 - tc «k i) mm u sno{bM« 2 1 4 m g x m 1 o o %t^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : SI. 3 6 (t, J = 7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q. J 
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= 7. 3 Hz, 2H), 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 1 3 (d, 
J=9. 2Hz, 2H), 7. 38-7. 45 (m. 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1H), 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J = 7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 48 (d, J = 4. 9Hz, 1 H) 
M&fttirH (FD-MS, m/z) :4 8 7 (M + ) 

H»J19 8 

N- (2, 3-^nD7x-^) -N' - {4- [ (6, 7 - v? > h*^- 
±Z±2JJ» *±>0 7x-^} frU7 (2 3 4) 

6, 7-i^y h^>-4- (4-7;;7x; + -» +yj>(52mg)?- 
h^x> (5ml) fcJfllMHWLfctk 2, 3-^oD7i^yy 7 ^- 
h (0. 0 5ml) fclp*., 20^M«^L/c o 5J6»«[*^dd*^a/ 
7-b h> (1 0/1) T®H1-§'>U*y^7A^D-7 r 7 ^ 

1 H-NMR (CDCl 3 , 5 0 0MHz) : 6 4. 0 0 (s, 3H) , 
4. 05 (s, 3H). 6. 45 (d. J=5. 5Hz, 1 H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d. J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d. J = 

8. 5Hz, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

MbMJfli (FD-MS, m/z) :4 8 3 (M + ) 
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0S*te0ll 9 9 

N- (2, 4-y»DP7x-;lQ -N' - {4- [ (6, 7-'Jt h*v-~ 
A-*J U;b) 7x£Jb) ^UT (2 3 5) 

6, h + v/-4- (4-7i;7x; + y) *y ij > (5 8mg) * 

h;Ux> (5ml) i:||^L/:i, 2. 4-^007,1^7^- 
h (9 3mg) £flo;U 2 0#HJDfltolffil^ n a*;UA/7-fe 

h> (1 0/1) ■crat«-> , j*y^*7A^DT -d«t^^L> 

H -NMR (CDClg, 5 0 0MHz) :<54. 0 4 (s, 3H). 
4. 0 6 (s, 3H) , 6. 4 7 (d, J =4. 9 Hz, 1 H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2H) , 
7. 25 (s, 1H), 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J-8. 5Hz, 2H), 7. 56 (s, 
1H) , 8. 40 (d, J=2. 4Hz, 1 H) , 8. 5 0 (d, J=4. 9H 
z, 1H) 

KM&Vm (FD-MS, m/z) :4 8 3 (M + ) 
»teWI2 0 0 

N- (3, 4-g^PD7x,^) -N' - {4- [ (6, 1jz2J. H"±z 
4-*yj;U) jjHj 7x_;l} 9U7 (2 3 6) 

6. 7-i^y h + i/-4- (4-7i;7i; + y) 4-/ |J > (5 1 m g) £ 
h^x> (5ml) \Ztiam$mitz&, 3, 4-^^DD7x-Mvm» 
h (102mg) Ztiaz.^ SAm&amiiZo ifrailT£fc*£il£ttKU h 
C iick OSflOftgHfe 7 1 m g> iR$8 4 %T$|fc 0 

1 H-NMR (DMSO-d fi . 5 0 0MHz) : 5 3. 9 4 (s, 3H) , 
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3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 7. 14- 
7. 2 4 (m. 2H) , 7. 3 4 (m, 1 H) . 7. 3 8 (s, 1 H) , 
7. 5 0-7. 5 2 (m, 2 H) , 7. 5 9 (d, J = 9. 2 Hz, 2H) , 
7. 8 8 (s, 1H) .' 8. 4 6 (d, J = 4. 9Hz, 1 H) , 8. 9 2 (s, 
1H) , 9. 00 (s, 1H) 

(FD-MS, m/z) :4 8 3 (M + ) 

$mm2 o i 

N- (3, 5-^no7x^) -N' - {4- [ (6, h*x- 
4 -47 ■;;!/) 7x-;l/} (2 3 7) 

6. 7-^y h*i/-4- (4-7;;7x; + i/)+;ij>(53mg)$ 
h^x> (5ml) KMfc®fl?L^ 3, 5-y^DD7x-;Kym- 
H (7 6mg) ^Jd^ x 8^fltt!lD*ftSi«Lfco tffflLT*fc|Sg£H3RU 
x > * C i «k 0 £li® 7 5 m g , JRip 8 7 KT»fc e 

* H-NMR (DMSO-dg, 50 0MHz) :<J3. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J = 9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) 
. 9. 00 (br s; 1 H) , 9. 07 (brs. 1 H) 
Hft^tfHS (FD-MS, m/z) :4 8 3 (M + ) 
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mmm 02 

N- (4-?oo-2--ho7x-;U) -N' - {4- [ (6, h 
*->-4-*y U;l/) 7*-M (2 3 8) 

6, 7-*Jt h*i/-4- (4-7i;7xy + y) *y 'J > (123mg) 
£h;bx> (1 2ml) {cto^j^L^s 4-?DD-2-;hD7xzM 
7*7*- h (172mg) £iO;U 1 AftftiVJa&miUZo tfrtfc! I T £ £f£H 
£«EU Y)lx-yi:m:frtZ>^t\z&y)%m<Dfc&®Zl 74mg. W85 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz. 1 H) . 7. 2 3 (d, 
J = 7. 3 Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 5 1 (s, 1 H) , 
7. 62 (d, J=7. 3Hz, 2H), 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 3 5 (d, J =9. 2 Hz, 1H) , 8. 4 6 
(d, J = 5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 
MfitftMt (FD-MS. m/z) : 4 9 4 (M + ) ,4 96 (M + + 2) 

HJ60J2O3 

N - (2-7;;-4-^PQ7x^) — N' - {4- [ (6, h 
^j/-4-4yj^) **<A yj.-M t>V7 (2 3 9) 

N- (4-)oo-2--hD7x^) -N' - {4- [ (6. 7-vy h 
fv/-4-*y llJlO 7x-^) £U7 (15 8mg) ^^dd*U 

/**y-;l/7R (10ml /7 0ml /5ml) KfcJBU Ttmtl-hW 
A (1. Olg) £fln;U 6 0^{:T3 7^*^L^o ? nn*;L,AT2(s]to 
tBL^W«S«:ISf0^7j<T^Lx ^TKfiKK^h^^T^L^o MET 
i£l«£®£U H8t£?DD*;UA/7-feh> (10/1) TgBt5->'J*y 
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^7A^D7h/77-f-ia»)ffiSU M©<b£#l£3 3mg N m22 

X H-NMR (DMSO-d g, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 5. 09 (b r s, 2H) , 6. 43 (d, J=4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1H), 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J=8. 6Hz, 1 H) 
. 7. 38 (s. 1H), 7. 51 (s, 1 H) , 7. 57 (d, j=8. 5H 
z. 2H), 7. 7 7 (s, 1H), 8. 4 5 (d, J =4. 9 Hz, 1 H) , 

8. 89 (s, 1H) 

H&0J2O4 

N- {4- r (6, 7-?y h4>>-4-*7 U;IQ 7x£Jlj - 

N / - C2-h c 'J^>^;l/fe;U) frb7 (2 4 0) 

6, 7-v?> h + v-4- (4-7^7x/ + >» *y (75mg) * 
h^x> (7ml) IzmmmU h*)**)U7i> (l. 4m 1) fcjDAfclfc 

M7**y> (2oimg) *imi. l&mMMmitLo £fc&ic2-t°y 

3 K (10 2mg) *Jn*. 3IMftDftattL*:. SlS&K&K 

*JU*/7*h> (1 0/1) TWt**y*y*«A*D^hy57<- 

1 H-NMR (CDC 1 3 , 5 00MHz) :<54. 0 6 (s, 3H) , 
4. 06 (s, 3H), 6. 49 (d. J«4. 9Hz, 1 H) , 7. 20 (d, 
J = 9. 2Hz, 2H). 7. 43 (m. 1 H) , 7. 57 (s, 1H), 
7. 59 (m, 1H) , 7. 71 (d, J=9. 2Hz, 2H) , 7. 9 7 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1H), 8. 50 (brs, 1 H) , 
8. 68 (d, J=4. 9Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(b r s, 1H) 

RMAVrti. (FD-MS, m/z) :4 4 4 (M + ) 

mmm2 0 5 

N- (3-?no-4, h^->7x_/U) -N / - {4- [ (6. 7 

Z21 l* : s-4-*J jMQ 7x£jlj U7 (2 4 1) 

6, 7-OV h + >- 4 - (4-7;;7x; + -» *y y> (5 4mg) * 
h^x> (5ml) lcHD^*j»Lfc^ 3-*pd-4, h*->7xJi 
*>fy'>7*-h (76mg) *flD;U 1 8»H**lSa[Lfco 5fci§ft£*D 
naM/A/7-feh> (10/1) •eJgKt'&^'J ^*7A?D7 («^7>f 

H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 76 (s, 3 H) , 
3. 87 (s, 3H), 4. 02 (s, 3H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1H), 6. 49 (s. 1 H) , 7. 13 (d, 
J =8. 5 Hz, 2H) . 7. 2 0 (s, 1 H) . 7. 4 2 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz, 1 H) 

MftffHi (FD-MS, m/z) : 5 09 (M + ) ,511 (M + +2) 

H»J2 0 6 

N- (4 dp-2 -y ^;l7x-;l) -N' - {4- [ (6, 7-v> K 
*»>-4-*y'J;lQ 7x_;l} <7U7 (2 4 2) 

6, 7-?y h**-4- (4 -7 ;;7i;*'» *>"J> (5 5mg) £ 
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h^x> (5ml) \zUam&Mliz&^ 4-^on-2-y^7x-;^yy 

7*-b oomg) zta^ 2§%fmimmitz 0 tt&iTztz&&%m 

U Y)l^yX'^t^ZtK^<ommo^m^Q 9mg, JR$80%T||^o 

X H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 2 6 (s, 3 H) , 
3. 9 4 (s, 3H) . 3. 9 4 (s, 3H) , 6. 4 4 (m, 1 H) , 
7. 18-7. 2 0 (m, 3 H) , 7. 2 5 (s, 1 H) , 7. 3 8 (s, 1 H) 
. 7. 51 (s, 1H), 7. 5 9 (d, J=9. 2Hz, 2H), 7. 87 
(m, 1H), 7. 99 (s, 1 H) , 8. 45 (m, 1 H) , 9. 15 (s, 
1H) 

M£*rt£ (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 
HJ60J2O7 

N- (2-^DD-3-yf^7x-;b) -N' - {4- [ (6, 7-?y h 
±}LzAjl±JJM ***>J 7x-i} frU7 (2 4 3) 

6, 7 -itM h + ->-4- (4-7§y7*y**» *y »J> (5 2mg) «■ 
h^i> (5ml) fcflDftfctfPLfc^ 2-^od-3-^^7x-Mv^ 
7*-h (0. 2ml) £jfjQ*. 1 2 #HM&««E L SM^^dd^ 
A/7*h> (1 0/1) TJRH*S$/y;!7y;l/*7 5A*n7 ~(w«k 

X H-NMR (CDClg, 5 00MHz) .62. 28 is, 3H), 
4. 00 (s, 3H). 4. 03 (s, 3H) , 6. 41 (d, J=4. 9Hz, 
1H), 7. 09-7. 15 (m, 4H) . 7. 3 7 (s, 1H) . 7. 3 9 
(s, 1H), 7. 42 (d. J=8. 5Hz, 2H) , 7. 55 (s, 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d. J=5. 5Hz, 
1H) 
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Xmatm (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 
H«S#I2 0 8 

N- (3-7;;-4-^QQ7x-J[/) -N' - {4- [ (6, K 
*i/-4 z±Z ,)J V 7x_;l/} (2 4 4) 

N- (4-^oo-3--hD7xJi;U) — N' - {4 - [ (6, h 
*->-4 »J;l/) ^+,>] 7xX;1/ } ^ (lOOmg)^^DDshU 
/y^y-;U/7k (5m 1/1 5ml /3ml) fcj§Jj?U f-*ffiiH-hy$A 
(3 5 8mg) 6 0rHT2 0^HaH$L^ o * nn*;|,AT2[5]|ibfcb 

ttteS*U g&£:?oo*;l,A/7-tr h> (10/1) TSIBt * -> U * y^/ 
A7A^D7h^77^-l:i;5ti!!U «iO<b^3 9mg, JR^4 1% 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 5. 3 0 (br s, 1H) , 6. 4 5 (d. J = 
5. 5Hz, 1H) , 6. 64 (m, 1 H) . 7. 02 (m, 1 H) , 7. 06 
(d, J = 8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2H), 

7. 39 (s, 1H), 7. 52 (s, 1 H) . 7. 57 (d, J=8. 6Hz, 
2H) , 8. 4 7 (d. J =4. 9 Hz, 1 H) , 8. 5 6 (s. 1 H) , 

8. 73 (s. 1H) 

M£*Ttt (FD-MS, m/z) :4 6 5 (M + +l) 
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N- (3-y h*i/7nVjl) -N' - {4- [ (6, 7--7> h*->-4- 
±Z1M t±Jd 7x-;b} (2 4 5) 

6, V*v-4- (4-7^7*y*» *y «>(51mg) * 

h;bx> (5ml) l=jD«ft*l?Lx Hjx?-;U7$> (1ml) *iniLfc« N h 

>j7*xy> (54m g ) *aQ* N 29tmmmtizo m&mzz-t h**> 
fut'jiri> (o. 0 5mi) ztiaz., i2$mm®&miti 0 szmt&M 

Tft* U h 'J 7 ATteR L fc 0 «ET»«^e* L ? o n 

*;l,A/7-feh> (10/1) •?8gBt*'> , J*y^*7A^DTh^57-f- 

* H-NMR (CDC 1 3 , 5 0 0MHz) : <51. 82 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2H) , 3. 50 (t. J=4. 5Hz, 
2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 5. 6 5 (b r s, 
1H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z. 2H) , 7. 4 1-7. 5 5 (m. 4H) , 7. 5 5 (s, 1 H) , 
8. 46 (d, J=5. 5Hz, 1 H) 
MaiJrtS (FD-MS, m/z) :411 (M + ) 

&&0J21 0 

N- (2-* Kfr^xfAQ ~N / - {4- [ (6, 7-3?y h*S/-4-* 
yj;U) **y/| 7x-Jb} 7U7 (2 4 6) 

6, 7-^ r*S/-4- (4-7^7*y + -» +;'J>(52mg)^ 
h;Ux> (5ml) lcfln&&jJ?U Mx^7$> (1ml) fcflp*.*:^ h 
•J7**y> (5 4mg) fcfci*, 3ftP B TO&SflEL*:o Kfcftl;: 3 - y 
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^Ji7i> (o. 0 5mi) «m* N samnma&iizo fcfcm^imm 

A/74rb> (10/1) T'Si§t5> , J^yVU^7A^Dvh^7^-(l«fc 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 36 (s, 3H) , 
3. 3 6-3. 5 3 (m, 4 H) , 4. 03 (s. 3 H) , 4. 03 (s, 3H) 
. 5. 81 (brs, 1H). 6. 43 (d, J=5. 5Hz, 1H), 
7. 87 (d, J=8. 5Hz, 2H) . 7. 4 0 (s, 1 H) , 7. 4 5 (d, 
J = 9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) . 7. 9 2 (s, 1 H) , 8. 
45 (d, J=4. 9Hz. 1H) 
M#*rlt (FAB-MS, m/z) :3 9 8 (M + +l) 

nmm2 1 1 

N- {4- C (6, 7-vM h^v-4-^y }M0 t±j/] 7i-;b) - 
N' - (2-b°'J v^U£f2k> (2 4 7) 

6, 7-v^y h^v/-4~ (4-7$;7x; + i/) (5 2mg) £ 

h^x> (5ml) KflD&itto?U h'Jx^;U7^> (1ml) £flQ;Lrt:& N Y 
>)7*7.y> (5 4mg) *Jd*. % 2#RM&»Mlfcc RKS»lc2-e»J^ 
yf-;U7$ > (0. 0 5ml) 1 2^Fam*ftiSML^o SfStefc&S* 

h U7A*fcft*flQ;^ Mxf-^T2IslJi6tfiL^W«JB*tafD«*T- 

^A/7-bh> (10/1) T«Jggat^'>'j7!7>r^*5A^D^h^57^-IC 

H-NMR (CDC 1 3 . 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
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4. 01 (s, 3H), 4. 58 (d, J=5. 5H 2 , 2H), 6. 39 (d, 
1 = 5. 5Hz, 1H) , 6. 6 6 (m, 1 H) , 7. 05 (d, J = 9. 2H 
z. 2H) , 7. 18 (m, 1H) , 7. 3 4 (d, J = 7. 9 Hz, 1 H) , 
7. 39 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H) . 7. 54 ( s , 
1H), 7. 6 6 (m. 1H). 8. 4 0 (brs, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 
M5MJr* (FD-MS, m/z) :4 3 0 (M + ) 

HII0J2 12 

N- [ (4 - t e r t -7>;P7x~;b) t±W -N' - {4- [ ( 6 , 7 
Zl£ b*i/- 4-±; U;t/) t±j£ 7x-M ?JVT (2 4 8) 

6, V*is-4 - (4-7;77x; + -» *y >j > (50mg) £ 

h^x> (5ml) KlmmmL Mxf-^7S> (1ml) £flD;L*:& N h 
'J7*xy> (55mg) ^-Sp^ 2^f H m«iii^L^o £JS&lc (4-t e r 
t-m 7 x^) y^;U7^> (0. 0 5ml) *JnjU 12^^.^^ 

*u att^DD*w7H!f> (10/1) 7?M«'>u*y^7A 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 9 (s, 3 H) , 
4. 01 (s. 3H) , 4. 3 8 (d, J = 5. 5 Hz, 1 H) . 5. 8 1 (b 
rs. 1H). 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H) , 7. 20-7. 40 (m, 7H) , 7. 52 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J = 5. 5Hz, 1H) 
**a*HI (FD-MS, m/z) :48 5 (M + ) 
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29t0I21 3 

N- (4- [(6, 7-yyh4->-4-^yj^)^y] 7x_;l) - 
N; - (3jzeuj^£f^ (2 4 9) 

6, 7-vVh4->-4- (4-7;77x;*y) > (52mg) * 

h^x> (5ml) Kflnaj8fl?U Mx?-;U7S> (lml) £flO;Lfc& N h 
■j7*xy'> (56mg) ^te N 2£iattD*l*«Lfco KJHfcfc 3 - If ij 
y*^7S> (0. 05ml) ^Sd^ 12^IBBDjft«*Lfce KJ&ftKftft* 

**M*HJ«7AT?«aiLrt:o *^*^*ff±UM** on* 
^A/7-t?h> (10/1) T"®gai-<5'>U*W*7A^D«7h^77^-{i 
*e>ft»U Saoft^7 1mg> «*9 3«?»fco 

X H-NMR (DMSO-d 6 , 5 0 0MHz) : S3. 93 (s, 3H) , 
3. 94 (s, 3H), 4. 34 (d, J=5. 5Hz, 2H) , 6. 40 (d, 
J =4. 9 Hz. 1H) , 6. 7 2 (t, J = 6. 1Hz, 1 H) , 7. 12 

(d, J = 9. 2 Hz, 2H) , 7. 3 5 (m, 1 H) , 7. 3 7 (s, 1 H) . 
7. 50 (s, 1H), 7. 53 (d. J = 9. 2Hz, 2H), 7. 72 (d, 
J = 7. 9Hz, 1H), 8. 4 3-8. 4 6 (m, 2H), 8. 53 (s, 1 
H) , 8. 73 (s, 1H) 

M£tff«t (FD-MS. m/z) :4 3 0 (M + ) 

£JH0I2 1 4 

N- {4- [(6, 7-S?y h*S/-4-*y JAQ 7x.=.;U) - 

N' - U-fc'Uv^Mfvb) 7 1/7 (2 5 0) 

6, 7-v?y h + i/-4- (4-7U7 1 ;^» *y »J> (5 2mg) * 
MUx> (5ml) llJn&J&BU h>Jxf-;U7$> (lml) £;DD;i*:&, h 
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*)7*x¥> (5 3m g ) 2&tmmaMiizo Kfomz4-e*)i?)i 
**)i7iy (o. 05mi) «n* N 1 2%mmmiUz 0 mmzftm. 

)lh/7*Y> (10/1) T"mffitZ>i/i)i]Y)l'ii7A?u>? -lz 

* <o ft® u %m(D<t&®}£ 4 o m g x 5 4 %ri#^ 0 

X H-NMR (CDC1 3> 5 0 0MHz) : 64. 01 (s, 3 H) , 
4. 0 3 (s, 3H) / 4. 4 3 (d, J = 5. 5 Hz, 2 H) . 5. 9 7 (m, 
1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d. J=9. 2H 
z. 2H), 7. 20 (d, J=5. 5Hz, 2H), 7. 38 (s, 1 H) , 
7. 4 2 (d. J = 8. 6 Hz, 2H) , 7. 5 4 (s, 1 H) . 7. 8 1 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1 H) , 8. 49 (d, J=6. 1H 
z, 2H) 

M^tft (FD-MS, m/z) :4 3 0 (M + ) 
^&0>J2 1 5 

N- (4 - [ (6, f^->-4-*y ij;u) 7xz;M - 

N' ~ [ (4 -^>W;;7x-ji/) U7 (2 5 1) 

6, 7->>V h + v/_4_ (4-7i/7iy + y) *y y> (51mg) £ 
(5ml) KflD&fcjgU MJxf^7$> (1ml) £jD*.fc«L h 
'J7*XY> (5 5mg) fcflo*., 2£WaB»a«lfco SJt^lc (4-^yf- 
* 75;7jti *) ***7*:/ (10 4mg) *Jni % 1 2£flfcfta*Lfc. 
EJfcttKflSfc*** h ij «>A*»tt*jDit % Mxf-^T?2HlJjittjLfctfe^jyi 

at*?DD*w7th> do/1) Tsrat 5'>'j*m5A^D7 
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X H-NMR (DMSO-dg, 500MHz) : 5 2. 87 (s, 6 H) . 
3. 93 (s, 3H), 3. 94 (s, 3H) , 4. 18 (d, J=5. 5Hz, 
2H), 6. 40-6. 43 (m, 2 H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d. J=8. 6Hz, 2H). 7. 14 (d. J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s, 1 H) . 7. 52 (d, J- 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

M#0flit (FD-MS. m/z) :4 7 2 (M + ) 
Hife^J2 1 6 

N- {4- [ (6, 7^2* h*->-4-*7 7xzjb) - 

N' - (3, 5-v^-hn7x-^) (2 52) 

6, h^^-4- (4-7U7x; + y)+;'J> (5 4mg) £ 

h;Ux> (5ml) lcJn«*£fl?Lfc& 3, 5-->'-Fo7x^W7->7^- 
r (8lmg) £tn*_ x 2 O&f&m&MliZo fcfofemtt un*)\,&/7± 
^> (1 0/1) T-mmtZisVtifJUivA.tnr? -tw«k^H^U 
^S©fl:Mj£5 3mg, JR$5 7%T|#/Co 

J H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
64 (d. J-8. 5Hz, 2H) , 8. 4 2 (s. 1 H) , 8. 4 7 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9. 73 (s, 1H) 
M&frlt (FD-MS, m/z) :5 0 6 (M + +l) 
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H»2 17 

N- g^a^±±Jl} — N' - {4- [ (6. h*5/-4-*y u 

^) 7x--)\A frU7 (2 5 3) 

6, h + i/-4~ (4-7 5 7 7*7*5/) *7 'J > (2 0 0 m g) 

( 3 4 0 m g ) 8 0 — 9 0°CT3 0 tommfc L fc„ Rl&jftfc** Jd 

•>ATiaiLfco ttETJfflttteBiU 8tt^DD**A/7tF> (10/ 

1 Orng, JR$7 4%Tlf£ 0 
X H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 11-1. 22 (m, 2 
H) . 1. 3 4-1. 4 6 (m, 2H) , 1. 56-1. 66 (m, 2H) , 
1. 6 8-1. 7 8 (m, 2H), 1. 96-2. 0 5 (m, 2H), 3. 64 
~3. 73 (m, 1H), 4. 05 (s, 6H) , 4. 58 (d, J = 7. 9H 
z. 1H), 6. 3 6 (a, 1H) , 6. 4 6 (d, J = 4. 9 Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2H) 
. 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d. J = 4. 9H 
z, 1H) 

eS#0rlKFD-MS, m/z) :42 1 (M + ) 
1 8 

N- (3. 4-Wd7i ^) -N' - 14- [ (6. 7-s;y K*»v 

6, 7-5/* 7 h^>-4 - (4 -7 $7 7*7*5/) *7 »J> (5 0mg) £ 
f^*> (5ml) icflMMfctfU Mx^u 7 ;> (1ml) fcflu**;^ j. 
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(55mg) tin*., 3$mnmMltz 0 KJtttt3. 4-/7 
A*D7iU> (6 6mg) fcfcj*, 2 05Mta*a*lfc o 

A/7* h> (1 0/1) TS§lt5'>»J*y^*7A^Dv h^77^ 
t>««lU ««©{k^te*6 3m g N JR$8 3%T$fc 0 

H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 03 (s, 3 H) , 
4. 0 6 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 6. 9 6- 

7. 02 (m, 1H) , 7. 02-7. 10 (m, 1 H) , 7. 1 1 (d, J = 

8. 5Hz, 2H). 7. 41-7. 45 (m, 2H). 7. 48 (d. J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) . 7. 72 (s, 1 H) , 7. 74 
Cs, 1H) , 8. 4 4 (d, J=5. 5Hz, 1 H) 

M£t>r« (FD-MS. m/z) :451 (M + ) 

Hlfe0J21 9 

N- (2, 4, 5-MJ7^o7x-;l/) -N' - {4- [ (6. 
h*i/-4 z±J_ U;U) 7i-;l/} frU7 (2 5 5) 

6, 7-->*y h + '>-4- (4 -7 5 y 7xy + «» *Vll> (5 0mg) £ 
h^x> (5ml) fcfln»*fl?U hl>x*;U7S> (1ml) *ft];Lfcfc % h 

U7**y> (5 5m g ) zto*^ stimammifzo mm^2, 4. 5- 

hU7A*D7i»J> (7 5mg) *Joix 2 O^IVUDMffiKL^. EJCtefclfc 

h u •> A*»«*aA % ■»xf-A,-e2@«iai ifcttmismiM 

D*;UA/7-fc?h> (10/1) TH§atS»>'J*y^*5A^a^h/57^ 
-fc«*!>«$S!U £S©ft£«-5 8mg N 4K$7 3%T$fc 0 
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H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s. 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J =8. 6 Hz, 2H) , 7. 40 (s, 1H), 7. 5 2 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62-7. 70 Cm, 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J = 4. 9Hz, 1 H) . 
8. 76 (s, 1H) , 9. 23 (s, 1 H) 

K*5>#rM (FD-MS, m/z) :4 6 9 (M + ) 

N- (2. 4. 6- M) 7;M-P7x^;U) -n / - {4- [ (6. 7 - >>V 
h*->-4- *7 »J;U) **j/J 7x-;b} frb7 (256) 

6, 7-^^y-4- (4-7U7i^i/) *y ij > (5 0mg) £ 
h;lx> (5ml) izmmi, bO^Jl7i> (1ml) *jDjtfc^ h 
V7*X>f> (55mg) ^Jd^ 3^SDMiS^L/c 0 ^E^H2, 4. 6- 
H;7;M-d7-'J> (7 5mg) £7)n;U 2 0»ii8«iLfco KfomzM 

d 4« Jl A/T* b > ( 1 0 / 1 ) T'SK* S ->'J*m7A^07h^77^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) . 
3. 95 (s. 3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 29 (t. J=8. 6Hz. 2 H) , 7. 39 
(s. 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H), 
8. 07 (s, 1H) , 8. 4 6 (d, J = 5. 5 Hz, 1H) , 9. 1 4 (s, 
1H) 
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M£W« (FD-MS, m/z) :4 6 9 (M + ) 
HWJ2 2 1 

N- (2, 3, 4-m7^o7x~;l>) -N 7 ~<4-[(6. 
h*->-4-*V »J;IQ 7x~;U} 9 1/ 7 (2 5 7) 

6,. h*i/-4- (4-7;y7z; + y)+yij>(50mg)$ 

(5ml) iZjjQimMU HJx^7^> (1ml) ^Jp^fc^ h 
V7*Zf> (55mg) £t)n;i, 3ttlML/:„ SMl:2, 3, 4- 

h'j7^n7-u> (7 5m g ) *an;u 2 oftmmm&muz 0 Kfomzm 

o*;l/A/7-t? h> (10/1) Tlg3n->^m7A?D7h/77>( 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) . 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H), 7. 25-7. 33 (m, 1 H) . 7. 39 (s, 1 
H) , 7. 5 2 (s, 1H) , 7. 5 9 (d, J =8. 6 Hz, 2H) , 

7. 8 5-7. 9 2 (m, 1 H) , 8. 4 7 (d. J =5. 5Hz, 1 H) . 

8. 73 (s, 1H) , 9. 21 (s, 1H) 
MatJftt (FD-MS, m/z) :4 6 9 (M + ) 

H»J2 2 2 

N- (2, 5-v^ h^'>7x~;U) -N' - {4- [ (6, 
-A-*J »J;l/) £*±] 7x-;H 9 1/7 (2 5 8) 
6. 7-^y h + >-4- (4-7^7x/ + » (56mg) £ 
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h;Ux> (5ml) Clmftj&fllU Mx^;l,7$> (1ml) £mz.ti'&, h 
'J7**Y> (6 6mg) Sao*. 3^R3»nJ»iB«ELfco E£ttfc2, 5-*> 
h*->7i»J> (1 0 2mg) 1 0 aiMl*** I fc 0 S^fc^Tk 

*A/7Hr h > ( 1 0 / 1 ) rmm Zi")ti?Jl'*7l*?nvh?77 4- tz 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 6 8 (s, 3H) , 
3. 7 8 (s, 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3H) , 

6. 46 (d, J=5. 5Hz, 1H), 6. 53 (dd, J = 3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2 Hz, 2H) , 7. 4 3 (s, 1 H) , 7. 5 2 (d, J = 9. 2 Hz, 
2H) , 7. 5 5 (s, 1H) , 7. 5 7 (s, 1 H) , 7. 7 8 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1H) 
JM4MIHI (FD-MS. m/z) :4 7 5 (M + ) 

^86012 2 3 

N- (3, b*i/y±-)l) -N' - (4- [ (6, 7-^h^> 

-4-^yj;P) frj-s/] 7x£^| 9 t, 7 (259) 

6, 7~?y h + x-4- (4-7;;7 i ;4y) *y >J > (5 3mg) £ 
h;l/x> (5ml) fcftfl&fcflU Mx^/|,7S> (1ml) ZtaZtz'^ b 
>)7*XY> (lOlmg) *Jo*> 4^Solfei8^L^o SJCttC3. 5-* 
y h*i/7x»j> (6 2mg) fcjn** 1 SJMMJRfltXL*:. RftfcK&lfc* 
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)lL/7* Y > (1 0/1) TSBBt^Urt^l^A^ov h^7-f-|; 
«fcS*f$5!U ^e®^^8 5m g> JR^10 0%-e^ o 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 7 3 (s, 6H) , 
4. 00 (s, 3H) . 4. 03 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 4 2 (d, J =5. 5 Hz, 1H) . 6. 6 0 (s. 1 H) , 6. 60 (s, 
1H), 7. 09 (d. J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s, 1 H) . 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d. J = 5. 5Hz, 1 H) 

Rft£0rH (FD-MS, m/z) :4 7 5 (M + ) 

HJ&0II2 2 4 

N- (2, 3-v?7^P7x^) -N / - {4- [ (6, 7-itJ b*i/ 
-4 z ±l 'J;LQ ;fr*>>] 7x-;b} fri/7 (2 6 0) 

6, h*<>-4- (4-7^7xy*y) +y >J > (5 0mg) £ 

bJlJ^> (5ml) fcfln&igtfU r 'Jxf-;b7 ; > (1ml) £;&D;trt:& N h 
»J7*XY> (55mg) £Jd;L, 3^F B TOIftiHML^o SfiT>^lc2, 3 -2* 7 

^D7^-j>(5imi) «n*, 2 omtiammmitio %&mKmmm 

A/7Hr r > (10/1) "eSg§t<5'> , J*y;b*5A^DTh/77-f-lCck 

1 H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 7. 02- 
7. 0 8 (m, 1H), 7. 11-7. 1 9 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz, 2H). 7. 39 (s, 1 H) . 7. 52 (s. 1 H) , 7. 59 
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(d, J = 9. 2Hz, 2H). 7. 94-7. 99 (m, 1H) , 8. 47 
Cd, J =4. 9 Hz, 1H) , 8. 7 8 (s, 1 H) , 9. 2 5 (s, 1 H) 
KS##rM (FD-MS, m/z) : 4 5 1 (M + ) 

nmm 225 

N- (3, 5-^7^Q7xz;l,) -N' - (4- [ (6. 7 - VJ_ h*f 
-A-*J <)Jl) y*-jl) (261) 

6, h*v-4- (4-7;;7W + y) +y <J > (5 0mg) £ 

b^x> (5ml) KM^U h'JxW;> (lml) Z1nA.tz'&. h 
U7*7;>!r> (5 5mg) S-jfjo*. 3^»Eil^L^o ££&K3, 5-^7 
Wn7 -'^ (6 6mg) £Jo;U 2 0^SD^iS^L^o £J£fcK&&7K^ 

A/7*h> (1 o/l) TJg§at5^'My;^7A^DTh^77^-{C < t 
OfitSSIU ii©^^4 9mg N Jfcs£6 4%Tii£ 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 6. 75- 
6. 8 3 (m, 1H) , 7. 1 6-7. 26 (m, 4H) , 7. 3 9 (s, 1 H) 
. 7. 5 2 (s, 1H), 7. 5 9 (d, J = 8. 6 Hz, 2H) . 8. 4 7 

(d. J=4. 9Hz, 1H). 8. 99 (s. 1 H) . 9. 12 (s, 1 H) 

Kfi#tfrffi (FD-MS, m/z) :45 1 (M + ) 
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K»J2 2 6 

N- (2, 3, 6-MJ7lto7x^) -N' - {4- [ (6, 
h*i/-4-*y t±jA 7x^;l/} our (2 6 2) 

6, 7-iM h*->-4- (4-7U7x; + -» *y >J> (5 0mg) £ 
f^Ux> (5ml) JCJa^^Ls b^)^Jl7i> (1ml) h 

•j7+xy> (55m g ) ^a*.. 3$®m®mitz 0 K&mz2, 3, 6- 

h'j7;^n7~'J> (5 3ml) 2 Omi)QmMMUz 0 m%Uz% 

D^;bA/7-feh> (10/1) T«§8t3^*yVU£5A?o^h^7-r 
~-Kcfc*)*fSiU gj^t&4£l£3 0mg, iR^3 8%T^ c 

2 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 3. 9 3 (s, 3H) , 
3. 94 (s, 3H), 6. 44 (d. J = 5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3~7. 4 4 (m. 2 H) . 7. 5 2 (s. 1 H) 
, 7. 5 9 (d, J =8. 6 Hz, 2H) , 8. 4 1 (s, 1 H) . 8. 4 6 
(d, J=4. 9Hz, 1H) ,9.18 (s, 1 H) 
®g##fll (FD-MS, m/z) :4 6 9 (M + ) 

H&0J2 2 7 

N- (2, 6-v?7;M-p7xji;U) -N' - {4- [ (6, 7-vV 
-4-*/'J;lQ ^4-^3 7z-;H frP7 (2 6 3) 

6, 7-->V h + ->-4- (4-7S ;7x; + -» *7 'J > (5 Omg) £ 
(5ml) IcJn^jBL^ 2, 6-^7Wo7x_;Wvm 
-h (104mg) Ztaz^ ZO^mmmiito VrtiilTZtzl&ikZimu 
h JUx > T'^t * C t \z «fc t) &m®it&til£ 5 7 m g x IR^ 7 4 %-e?|fc 0 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
. 7. 5 2 (s, 1 H) , 7. 5 9 (d, J = 9. 2Hz, 2H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
nmfiVrm (FD-MS, m/z) : 4 5 1 (M + ) 

HWJ2 2 8 

N- [2, 5-bTT, (h U 7^oy^l/) 7x_;b] -N / - (4- r (6, 

6, 7->M h*v/-4- (4-7;;7x; + y) *yj> (5 0mg) * 
h^x> (5ml) izmmmu h*)x.?>l>7i> (1ml) ^Jo^fc^ h 
•J7*xy> (5 5mg) ^to^ 3a«*!llft«L*:o 5-t** 
(M7;Woy*d0 7^'J> (79ml) «n* s 2 0dMoittl^ 

m*?nn*)l,A/7*h> (10/1) TSKhf-S ~s U ft^fJlftyAp D7 
F^7 7^-{cJ;t)||»lL> gjg0^^3Omg, JR^3 2%T^ 0 

H-NMR (DMSO-d 6 , 5 0 0MHz) : <53. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2 Hz. 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 6 0-7. 6 6 (a, 3H) , 7. 95 (d, J=7. 9Hz, 1 H) , 

8. 3 8 (s, 1H) , 8. 4 6-8. 5 2 (m, 2H) . 9. 7 0 (s, 1 H) 
MatWI (FD-MS, m/z) :55 1 (M + ) 
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XM2 2 9 

N- (2, 4-~>V ^->7x>Jl) -N / - {4- [ (6, l_zjjjL b*± 
-4-4- V U;U) 7x-;l/} frt/7 (2 6 5) 

6, 7-S» h*«>-4- (4-7S J 7*J*is) *J 'J > (5 lmg) £ 
h;bx> (5ml) MJxf-;P7*> (1ml) fcJnifcgu h 

*)7*7>?> (7 2mg) ^tjnx.s 3#HioS^&fcLfc 0 KJ£ttfc2, 4-vV 
h + i/7-'J> (6 0mg) £Jd;U ll£HHlMIMI*lfco RJBfcfclH*** 

A/7-feh> (1 0/1) fiin^J^W^^v^?;^ 
0*185! U 3tg<D{b£$3£4 4mg, JR«3KT»fco 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 4 (s, 3H) , 
3. 80 (s, 3H) , 4. 0 3 (s, 3H) , 4. 0 5 (s, 3H) , 

6. 44-6. 51 (m, 3 H) , 7. 06 (s. 1H), 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49~7. 51 (m, 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J = 5. 5Hz, 1H) 

KftfttfHft (FD-MS, m/z) :4 7 5 (M + ) 

IS&0J2 3O 

N - (2-^od7x-^) -N / - {4- [ (6, h*:>-4-4- 
y U;lQ Z*32kl (2 6 6) 

6, 7-vV h**>-4- (4-7*y 7x/*-» +y tf > (5 2mg) £ 
hJUx> (5ml) {cUDE^L^ 2-?DD7xx;lH'yv/7*-h 
(0. 0 5ml) *tD*^ 30^P4KJD«li8«EL^o RJfi»**^ od**A/7 
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* h> (i o/i) -egggts 5/'JW*7A?o7 1>^77^ -KckDftsa 

U ^ji©{fc&$)£6 4 m g. JR¥ 8 1 ^TSfco 

* H-NMR (CDC 1 3 . 5 0 0MH2) : 5 4. 01 (s, 3H) , 
4. 05 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz. 1H), 7. 14 (d, J = 8. 6Hz, 2H), 
7. 26 (dd, J = 7. 3, 7. 9Hz. 1 H) , 7. 31 (d. J = 7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H) , 8. 3 7 (s, 1H) , 8. 5 0 (d, J = 5. 5 H z, 1 H) 
M##HI (FD-MS, m/z) : 4 4 9 (M + ) , 4 51 (M + +2) 

mmm2 3 1 

N- (3-? PD7x-;lQ — N" - {4- [ (6, h^>- 4 -* 
SJJU) **l>] 7x~;U) -)l/7 (2 6 7) 
6, 7-v>V h + v/-4- (4-7;;7x/ + » (5 2mg) £ 

(5ml) llJn^^L^s 2-^DD7x-MVy7^- h 
(0. 05ml)^Jn^.s 3 0&m\m&Mltz o £JS&$£?on*;bA/7 
(10/1) T*JgB§f-* v'J^I^x^dv ~(c«tOHS! 
U ^Ji©{fc&^£ 7 2 m g N JCT 9 3 %T*#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 8 (s, 3H) , 
4. 0 3 (s, 3H) . 6. 4 1 (d, J = 4. 9 Hz, 1 H) . 6. 9 9 (d, 
J = 7. 9Hz. 1H), 7. 09 (d, J=8. 5Hz. 2H), 7. 16 
(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H), 7. 38 (s, 1H), 7. 4 2-7. 4 4 (m. 3 H) , 7. 56 
(s, 1H), 8. 13 (s, 1H), 8. 14 (s. 1 H) , 8. 44 (d, 
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J = 5. 5Hz, 1H) 
«*#tfrtt (FD-MS. m/z) : 4 4 9 (M + ) , 451(M + + 2) 

H&0J2 3 2 

N- (2, S-y/ h^y7x-;l/) -N' - {4- [ (6. 7-i?t 
-4-47 frjg] 7x_M U7 (2 6 8) 

6, 7-v>V h + «>-4- (4-7^7xy + -» 'J> (5 2mg) * 
h^x> (5ml) JC JD^PL> h U x^;U7 $ > ( 1 m 1 ) fcj&D^fcSU r 
*)7*7>Y> (7 4mg) £Jn* s 3»IBBllflMI«ELfco Settle 2, 3-*V 
h*->7\=.y> (0. 05ml) 1 l»RKnJIMia[Lfco S^HKK 

r 9A7K^^m> »»xf-;i/T2Isl«itbLfc*W«)i*iaft«6* 

*W7th> (10/1) •eS§flt«'>'J*y^7A^o^h^7-f- 
I^^SU &£©ft&«-8 3mg, OTl OO^Ufco 

X H-NMR (CDC1 3 , 5 0 0MHz) : 53. 72 (s, 3H) . 
3. 84 (s, 3H), 4. 02 (s, 3H) . 4. 05 (s, 3H), 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2Hz. 2H). 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz. 
2H) , 7. 5 8 (s, 1H) , 7. 8 5 (d, J = 8. 6 Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s. 1H), 8. 50 (d, J=5. 5Hz, 
1H) 

MbWffc (FD-MS, m/z) : 4 7 5 (M + ) 
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$mW2 3 3 

N- (4-bKo^^7x^) -N' - {4- [ (6, 7-vV h*y-4 
-*y'J;U) 7x-;t) 7U7 (2 6 9) 

N- (4-<>xW+y7x^) -N' - {4- [ (6, h + y 

-4- + y <J;lO 7x^;H -7 1/7 (2 2 8mg) £N, 

*;bA7^ ^'/nm^Jl (1 5mJ/20ml) Cl&JgU h'Jif-^7>> 
(4ml) *MA.tz'&, 2 0%*^^^ -7 A (1. 1 8 g) £flD;i N 7kSt# 

x^fflmT^T-i 5^m^L^o m.m.z^'yj vzml mmzmmit: 

fts M^^DD^WT-fehV (10/1) Tjg^-r-S^'J^^^vA^ 
o-7h/77^-jc«J;^^L N iiOfb^l8 8mg N TO10 0%T^ 

X H-NMR (DMSO-dg, 500MHz) : <5 3. 98 (s, 3H), 
3. 9 9 (s, 3H) , 6. 6 0 (d, J = 5. 5 Hz, 1 H) , 6. 6 8 (d, 
J=8. 6Hz, 2H), 7. 21 (d, J = 8. 5Hz, 2 H) , 7. 22 
(d. J = 8. 5Hz. 2H), 7. 47 (s, 1 H) . 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1 H) , 8. 59 
(s, 1H) , 8. 98 (s, 1H) , 9. 03 (s, 1 H) 

Mit^flHI (FD-MS, m/z) : 4 3 1 (M + + l) 

HSfe#]2 3 4 

N- (4-7-feh*->7x;L;t,) -N' - {4- [ (6, l- : Jt h*S/-4 
-*yU;b) 7x-^} <7lx7 (2 7 0) 

N- (4-t Ko+->7*-;U) -N' - {4- [ (6, 7- 5V h*i/-4 
«J;U) 7x_;H -71^7 (47mg) *mtt*ls> (6ml) 

t«WU Y>)x.1-)l7iy (2ml) «-JD^m> (0. 5ml) £ 
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Kx^;bT'2l£|}ftt±J Lfe»W«i«rttft6lfi*-C*»L^ *R*fiffil^ h 'J C AT - 
*&»Lfco WET«I«*U &l£*oD*;UA/7-t?h> (10/1) T 
SBEt 5y'J^ y^* 5 A * D -7 h ^7 7 4 - (c «fc *> US! U Mofl:^ 
3 5mg N C$6 8«T»fc, 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 82. 31 (s, 3 H) , 
4. 01 (s, 3H). 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J=8. 6Hz, 2H), 7. 11 (d, J = 9. 2H 
z, 2H), 7. 26 (brs. 1 H) , 7. 32 (d, J=9. 2Hz, 2 H) 
. 7. 4 0 (s, 1H) , 7. 4 5 (d, J = 9. 2 Hz. 1 H) , 7. 5 6 
(s, 1H), 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

M&ftVrm (FD-MS, m/z) :4 7 3 (M + ) 
^«60J2 3 5 

N- (3, 4, 5- MM F^->7x_;l/) — N' - {4- [ (6, 
>*v/-4— fry'JAQ *±jA 7*-Jl) OUT (2 7 1) 

6, 7-^h + «>-4- (4-7U7x; + '» (52mg) ^ 

r-^x> (5ml) KflD&&#U hl)xf-;U7S> (1ml) ZtiHsLiz^ h 
>)7*X?> (66mg) *Jd^ 2»i8ILt 0 SMi:3, 4. 5- 
>^ h*i/7->J > (7 6mg) ^-Jn^ 1 9$mtaJ&B«El*:o Efcfcfc&S 

*;l/A/7-b h> (1 0/1) TJg§3t-5'>y*y;U*7A^DTh/77^~ 
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H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 8 1 (s, 6H) , 
3. 83 (s, 3H), 4. 02 (s, 3H) , 4. 05 (s, 3H) , 

6. 44 (d, J=4. 9Hz, 1H). 6. 69 (s, 2H) , 7. 12 (d, 
J = 9. 2Hz, 2H), 7. 41 (s, 1 H) . 7. 41 (b r s, 1 H) , 

7. 48 (d, J = 8. 6Hz, 2H) , 7. 57 (s, 1 H) , 7. 58 (s, 
1H) , 8. 47 (d, J=4. 9Hz, 1 H) 

M##rH(FD-MS, m/z) :5 0 5 (M + ) 

fU60J2 3 6 

N- (2, 4-^7^0 7x^1/) -N' - {4- [ (6, 7-v>V h*>> 
-4-4-yj;lO 7i£Aj frt^7 (2 7 2) 

6, 7-5>y h*<>-4- (4-7;;7x; + >»+y«j> (lOOmg) 
£h;bx> (10ml) fcflD*&»# L 2, 4->'7^D7x_;K7y 
7*-h (120ml) ^JnA. 3 0^RBtn«dlttL^o 0rHJLT£*:£££» 
WU H^i>T?*»t*CiK:J:l3«i©ft#ft*12 8mg % iR$8 4%t 

* H-NMR (DMSO-dg, 5 0 0MHz) : <53. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz, 1 H) , 7. 0 3- 
7. 10 (m, 1H) , 7. 2 2 (d, J =9. 2 Hz, 2H) , 7. 2 8- 
7. 3 5 (m, 1H) , 7. 3 9 (s, 1 H) . 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J =9. 2 Hz. 2H) , 8. 0 5-8. 1 2 (m. 1 H) , 

8. 4 7 (d, J =5. 5 Hz, 1H) , 8. 5 2 (s, 1 H) , 9. 1 5 (s, 
1H) 

M3Mff* (FD-MS. m/z) : 4 5 1 (M + ) 
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HWJ2 3 7 

N- (2, 5-^7^tQ7x^) -N' - {4- [ (6, b*i/ 
-A-*J jMQ 7xr.M 9U7 (2 7 3) 

6, 7-x^^y-4- (4-7;/7x; + y) +yj> (lOOmg) 
£h;ux> (10ml) l:HlWL/;l> 2, 5-/7;Wd7x-;Kv> 
7*-h (12 0ml) £Ja*. x 3 0»iSIL/; c tff L T * 
KU HUx>T'^tSCilC«fcOaJS©<k^^l 3 2mg. JRsp8 

X H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J = 5. 5 Hz, 1 H) , 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2H), 7. 2 7- 

7. 3 3 (m, 1H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1H), 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

(FD-MS. m/z) :45 1 (M + ) 

H»J2 3 8 

N- (4-7^y-2-^QD7x~;U) -N' - {4- [ (6, 7—>V h 
^->-4-^yj;b) 7^-;U} 9U7 (2 7 4) 

N- (4-7 dd-3-- ho7x-;t/) -N' - (4- [ (6, 
^i/-4- + y <J;b) 7x^;U} 9b7 (15 Omg) ^^dd*M 

/*9J-)Wk (10m 1/1 3ml /3ml) KigJBU *tfiifflH- MJ •> 

(5 0 1mg) £flD;L> 6 0tiCT5 O^JK^L^o * n d^;uat-21s]«| 
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»»£S*U &m%?an*)\,A/7*V> (10/1) TJRBBt £ : s>) ii ¥ 

X H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3H), 
3. 9 4 (s, 3H), 5. 14 (br s, 2H) , 6. 4 3 (d, J =4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s. 1 H) . 7. 48 (d, 
J = 8. 6Hz, 1H), 7. 51 (s, 1 H) . 7. 56 (d, J = 8. 5H 
z, 2H) , 7. 8 3 (s, 1H) , 8. 4 5 (d, J = 5. 5 Hz, 1 H) , 
9. 1 0 (s, 1H) 

(FD-MS, m/z) :4 64 (M + ) , 4 6 6 (M + +2) 

§£6S0J2 3 9 

N- {4- [(6, 7-^ fr*;/) 7x-;b} - 

N' - [2-*b*isi3Jl$-fr7 s.-Jl') 7U7 (2 7 5) 

6, h + v/-4- (4-7$ ;7xy*y) +>"J > (1 0 Omg) 

£WUx> (10ml) KftftfllffU r'Jxf-^7$> (1ml) £flD;LfcflU 
hU7txy> (lOOmg) fcJn*. 2^KBn«lfl*LA:o EfS&lcx*;U- 
2-7Sys>vx-h (8 4mg) Srfln*., 2 «rBBJD«W«[ L fc 0 Rfcfcfcie 

D*;UA/74?h> (1 0/1) ^gMtS^*^*?** 0-7^774 

1 H-NMR (DMSO-dg, 90MHz) :61. 37 (t, J=7Hz, 
3H) , 3. 9 4 (s, 3H) , 3. 9 4 (s, 3 H) , 4. 3 8 (q, J = 7 
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Hz, 2H), 6. 4 7 (d, J=5Hz. 1 H) , 7. 1~8. 1 (m, 9 H) 
, 8. 38 (d, J = 9Hz, 1H), 8. 47 (d. J=5Hz. 1 H) , 
9. 92 (s, 1H) , 10. 10 (s, 1H) 
tt£9Hi (FD-MS, m/z) :4 8 7 (M + ) 

H»J2 4 0 

N- (2-^f^t7x-;l/) -N' - {4- [ (6, 

z±HM *±±3 7x~;H 9b7 (2 7 6) 

6, 7-^ h + i/-4- (4-7;;7x; + «» *;'J>(131mg) 
£ h;Ux> (13ml) Kj(jo&i£8?U h 'Jx*;l/7 ^ > (2. 6ml) 
fcfc. h'J7*xy> (152mg) £210*.. 2^n^«^L/c 0 Rfcttfc2 
-y*;bf-;i-7-y> (0. 11ml) ^Jn^s 1 O^BiaDflWB«ELfco RJSfc 

ft&£*T*ft#U ^TKfiiEK^h'^A^iiL^o «EET«»«r**U SIM 
£?DO*;l,A/7-t? h> (4/1) 'J tlffr*? L>? D-? h 

^H — NMR (DMSO — dg, 5 0 0MHz) :<52. 50 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s. 1H), 7. 48 (d. J=7. 9Hz. 1 H) , 7. 58 (s, 
1H) , 7. 6 7 (d, J =8. 5 H z. 2 H) , 7. 9 9 (d, J = 7. 9H 
z. 1H), 8. 24 (s, 1H), 8. 53 (d. J=5. 5Hz, 1 H) , 
9. 61 (s, 1H) 

®S£tf?te (FD-MS, m/z) :46 1 (M + ) 



WO 97/17329 



2 0 1 



PCT/JP96/03229 



4 1 

N- [3, 5-b"x (h 'J 7;M-ay ?-;!/) 7x^;b] -N' - {4- [ (6. 
7 -if* Y*v-A-*J 'J;l/) *^3 7x-;l} 7 U7 (2 7 7) 

6, 7-S» h*<>-4- (4-7;;7xy + -» *y «J> (50mg) £ 
(5ml) l:M^U hUi*;l/7$> (1ml) ^tJD^/c^ h 
'J7*x^> (5 5mg) «B* % 3^BUp«Wl«Lfco Ri6*fc3. 5-fcTT. 
(HU7;^Dyf-;b) 7-'J> (116mg) £Jn;i x 2 0 #iata»a«E I fc e 

M^?DDtW7*h> (10/1) «t5'>^^*7A^D7 

h**57<-l;:J;^*i8!!U lW^5 4mg, JR^5 8%T^« 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (d, J = 9. 2H 
z. 2H) , 7. 62 (d, J=9. 2Hz, 2H) , 7. 64 (s, 1 H) , 

8. 15 (s, J=5. 5Hz, 2H) . 9. 1 3 (s, 1 H) . 

9. 43 (s, 1H) 

ft*£tftt (FD-MS, m/z) : 5 5 1 (M + ) 

E860J2 4 2 

N- -N / - {4- [ (6, 7-Vi h*->-4-4- 

^JW 7x-;H frt/7 (2 7 8) 

6, 7-^y h*v/-4- (4-7$y7xy + » +y;> (50mg) «■ 

bA,*y (5ml) CJnJIftjSIIU HJx^P7^> (1ml) ZtiatLtz^ V 
(5 5mg) *Jd* % 3^MJnJIWI«Lfco RlEttK 3 - * o d t 9 
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nb°;b7~<l> (6 6mg) fcjn*, 2 OaHMIMBILfco £fD&lc&|£*$l 

*U HU^AT«HLfcc *CT*«£S£U gfft^Do** 

A/7-fe h> (1 0/1) TKWtS^yay^^i^oTh/?:^ 
OffilSU SflOM«2 6m g, JR^3 7KT»fc„ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 1. 8 7-1. 9 4 (m. 
2H), 3. 2 0-3. 2 7 (m, 2 H) , 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 9 3 (s, 3H) , 3. 9 4 (s, 3H) , 6. 2 9 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz. 1 H) . 7. 14 (d, 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 5 0-7. 55 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1H), 8. 61 (s, 1 H) 

Wm$Vm (FD-MS, m/z) :415 (M + ) 



mmm2 4 3 

N- {5- [2- (4-7;kfrp) 7xZ±2] -b J| ;-^^} -N' - {4- 

[(6, ZzJLL±±±ZL4jZ±ll2kL*±^ Z±±M 31^7 (2 7 9) 
6. 7-v?y h*i/-4- (4-7;;7i; + «»+y>J>(53mg)* 
Ml>x> (5ml) {cflD&i§ft?U h'JxW;> (1ml) £flD*.fc8U h 
(58mg) £Jn*., 4^RUDlMaa(EL^o ®fi*C5-75y- 
2- (4-7;M-d) 7x; + yh°'J^> (95mg) £flD;i N 1 95^R3Mdl 
MlfZo Rj&mzmitTkXi- h U #»x*;b-z?2®fclitt!L*: 

9£U m&Z9uvMJ»/7*h> (10/1) VSm-^y^iJYMy 
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H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz. 1 H) , 7. 01 (d. 
J = 8. 5Hz, 1H), 7. 12-7. 24 (m. 6H), 7. 38 (s, 1 
H), 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 
8. 01 (d, J = 8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 4 6 (d, J =4. 9Hz, 1H) , 8. 7 7 (s, 1 H) , 8. 8 9 
(s, 1H) 

HMfitftM. (FD-MS, m/z) :5 2 6 (M + ) 
%MM2 4 4 

N- {4- [(6, 7-*>V h*->-4-*y HAQ 7x-;U} - 

N' - (3-v^^;l/7S y 7^-Jl/) »7b7 (2 8 0) 

6, 7-S^ h + y-4- (4-7^7x; + y) *y U> (5 2mg) £ 
(5mi) KtiammL b')^JU7i> (1ml) S^*.^ b 
,J7 *^"> (55mg) £Jd;U 3^SnSftii^L/Co ££&K3-v^^ 
7iJ7-Vy (6 9mg) ^Jn^ N ^^M^L^o Si&fcf::^*^ 
+ h 'J 7A*&ft£io;U ftKi^^T2[HlttaiL^^ai^lSlD^7kT^ 

A/7-feh> (10/1) T-g^-rS^»J^y;U^77A^D-7h^57>f-{C«t 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 9 2 (s, 6H) , 
4. 01 (s, 3H), 4. 03 (s, 3H), 6. 41 (d, J=4. 9Hz, 
1H), 6. 48 (d, J=8. 6Hz, 1 H) , 6. 56 (d. J = 9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d. J = 9. 2Hz, 2H), 
7. 14 (dd, J=7. 9. 8. 5Hz, 1 H) , 7. 35 (s, l H) , 
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7. 41 (s, 1H), 7. 45 (d. J = 9. 2Hz, 2 H) , 7. 55 (s, 
1H) , 7. 6 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) 

MBMJftf (FD-MS, m/z) : 4 5 8 (M + ) 

H»J2 4 5 

N- (2-fc Kd^'>7xz^) -N' - (4- [ (6, h*y-4 
U;U) **S/j 7x£jjj (2 8 1) 

6, 7-^h + ^-4- (4-7^y7xy + » +y»J> (l 0 5mg) 
*Y)\<3-y (10ml) lcflnM$?U HJx*;U7S> (2ml) *JnAfc^ 
F'J7*^'> (1 18mg) £fln;u 2^P4IJDJ!MB«ELfco Rattle 2 -7 S 
77xy-;b (7 7mg) *Jn*. N 1 0#rtfn*MI«lfco RfcttCJfclfcJc** 

frfc5«U 3W©{fc#«*8 6mg, OT5 6*tt?»fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 6. 73- 
6. 8 8 (m, 3H) , 7. 2 0 (d, J =8. 6 Hz, 2H) , 7. 3 9 (s, 
1H) , 7. 5 2 (s, 1H) , 7. 5 9 (d, J = 8. 6 Hz, 2H) , 

8. 0 3-8. 0 8 (m, 1H) , 8. 19 (s. 1H) . 8. 4 7 (d, J = 
5. 5 Hz, 1H) , 9. 4 6 (s, 1 H) , 9. 9 5 (s, 1 H) 

K*£tJrtt (FD-MS, m/z) : 4 3 1 (M + ) 
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&ffiftl2 4 6 

N- (3-bKo^^7x-;b) -N' - {4- [ (6, l_z21 b£j^4 
-*7'J;lQ 7x-;b} 7U7 (2 8 2) 

6, h*>>-4- (4-7$ *y"J> (115mg) 

£h;Ux> (12ml) fcinjfcfcjBU h'Jxf-^7$> (2ml)*jDifc^ 

hU7*xy> (lismg) zm, 2$r$mmmitz 0 aeancs-Ts 

y 7xy-;U (7 3mg) £fln*. N l 0^MML/:o EJE^fc&ltefc** 

U mm<D<k&®}£ 9 5 m g^ 6 0 96T»fco 
1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 53. 94 (s, 3 H) , 

3. 95 (s, 3H), 6. 35-6. 42 (m, 1 H) , 6. 44 (d, J = 

4. 9 Hz. 1H) , 6. 7 7-6. 8 5 (m, 1 H) , 6. 9 8-7. 08 
(m, 2H), 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2H) , 8. 47 (d, 
3=4. 9Hz, 1H), 8. 57 (s. 1 H) . 8. 73 (s, 1H), 

9. 31 (s, 1H) 
Mtatfrffi (FD-MS, m/z) : 4 3 1 (M + ) 

Hife^J2 4 7 

N- (3-bKo^^^M-;^7x-;l/) -N' - {4- [ (6, l-=Ji 
y*U-4-*J 'J^l/) 7x-M 31^7 (2 8 3) 

^IfeWl 9 7-e»feN- (3-iKy*^»7x-^) -N' - {4 - 
[(6. 7-?* h*'>-4-*y »J-;lO ***J 7x-;H 71x7(190 
mg) £y*y-;U (3ml) lc«f»U 3 5 %*BMfc*7 "J 7 ATkfcfc (5ml) 
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3 8%T*#fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1 H) , 7. 2 0 (d, 
J=8. 6Hz, 2H), 7. 3 8-7. 6 5 (m. 7H) , 8. 13 (s, 
1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 88 (s, 1 H) , 
8. 97 (s, 1H) 
MfcMNS (FD-MS, m/z) :4 5 9 (M + ) 
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Emm 

*istar-Kyoto£5 y h (B^t-^X'J^-fcb^A?) cfcOW§g£&£}U 
•>-f> ^(Nephron, 22, 454 (1978)) lc J:oT#»fc*ftffiLfco 
1096* S/Kff]foJ» (OT, FCS iftt) £#t;RPMI 1640 ^Jffi CHT, 

2 PDGPgStta B'J>ltftlB»ftB(D»Mi 

£Bfc£U gtUc«£500 1 ©&it6Tft&&. 0. l%-7yi|7;iy; 
> (OTs BSAiB&t) **fc*J|*2 5 0/i lfttoLfc. 

*k cot* DMsoiB&t) tm*ittzmmmz(D%itozi. ssui 
mixmm, 3rcxiwM>* a .'<-hifz 0 tm^mm^m 

*m®?m (OTx PDGF-BB «t) £0.1% RA*4fcttttfcftft*tt. 
£*l*»***<5 Ong/ml i<£^«fc9{c#^i;Mc2 5^ lfojRtoU 37t 

O&Nk >*a<- h Lfc. «tt**£U 5 0 0 n 1 © >j 
£*(pH7. 4) COT. PBS T«£ft#&> fflflSfcRj&fbjgffite 

(IX Triton X100 * 2mH h/<^^m^ M £A X loM U>^ 7 ? VJ 
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&&2 i- h >j * u mr, imktm) *£tr v >j xg$^it^ ( P h 7. 

U;uW*-MtfA COT, SDS iBSt) 

®£PVDF7 * -fcWltoK:lte¥U C©7 -f -tcoUT 'J yffltl-a > 
PDCF-BB ©JSflnfcJ; *> @B'J >Kft£g#rt:PDGF£§# : 3^3 1 8 OKDa ) 

PDCF-BB fcflnfcJ;3PDGF£g#0gEy 1 0 0%. Htlfc«fccm)GF-B 

B^KfWfcfcJItLfc. 

S&KBBV >Stfl:5 0%mm% (I C 5Q ) fcJUBLfco 

♦fBwo^^oPDCFsg^esy >»<t5 ( i c 50 ) tn o o 

W(*eBy>iMb5o«ffi*«c (i c Kn ) ©»*£*2ac*ifcT*to 
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m 2 m. 

PDGFS§(*eB'J>iMt 

<t&m mmm& (ic 50 : »m) 

(2) 0. 4 4 

(6) 0. 45 

(8) 0. 10 

(16) 0. 0 5 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 05 

(4 4) 0. 0 0 6 

(4 5) 0. 014 

(4 6) 0. 02 1 

(4 7) 0. 04 3 

(4 9) 0. 018 

(5 0) 0. 0 6 7 

(51) 0. 009 

(52) 0. 03 

(53) 0. 010 
(5 4) 0. 0 0 3 
(5 5) 0. 0 03 
(5 6) 0. 0 04 
(5 7) 0. 0 0 6 
(5 8) 0. 0 02 
(5 9) 0. 0 04 
(6 0) 0. 0 04 
(6 3) 0. 4 0 
(6 6) 0. 13 
(6 7) 0. 1 1 
(68) 0. 44 
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(69) 


0. 05 


(74) 


0. 34 


(75) 


0. 1 8 


(79) 


0. 34 


(94) 


0. 023 


(113) 


0. 004 


(1 1 4) 


0. 0 04 


(1 3 1) 


0. 003 


(133) 


0. 007 


(135) 


0. 043 


(138) 


0. 0 1 4 


(139) 


0. 005 


(163) 


0. 005 


(165) 


0. 0 1 0 


(166) 


0. 0 1 1 


(167) 


0. 004 


(1 68) 


0. 006 


(169) 


0. 004 


(170) 


0. 0 1 8 


(172) 


0. 0 1 0 


(173) 


0. 0 1 6 


(174) 


0. 002 


(175) 


0. 006 


(188) 


0. 006 


(189) 


0. 0 1 1 


(190) 


0. 021 


(192) 


0. 004 


(194) 


0. 014 


(195) 


0. 079 


(196) 


0. 031 


(197) 


0. 010 


(198) 


0. Oil 
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(199) 
(2 0 0) 
(2 2 0) 
(22 4) 
(2 2 5) 
(22 6) 
(2 2 7) 
(228) 
(22 9) 
(2 3 0) 
(231) 
(2 32) 
(2 3 3) 
(2 3 4) 
(2 3 5) 
(2 3 6) 
(23 7) 
(2 3 8) 
(23 9) 
(24 0) 
(241) 
(24 2) 
(2 4 3) 
(2 4 4) 
(2 4 5) 
(2 4 6) 
(2 4 7) 
(248) 
(249) 
(250) 
(251) 
(253) 



0. 003 
0. 004 
0. 009 
0. 087 
0. 04 7 
0. Oil 
0. 073 
0. 055 
0. 037 
0. 034 
0. 0 1 9 
0. 0 1 8 
0. 0 1 3 
0. 024 
0. 0 4 3 
0. 055 
0. 0 75 
0. 0 1 6 
0. 005 
0. 1 5 
0. 0 1 8 
0. 0 1 8 
0. 0 1 4 
0. 009 
0. 006 
0. 0 1 3 
0. 009 
0. 06 3 
0. 041 
0. 017 
0. 0 36 
0. 007 
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(2 5 4) 


0. 007 


(2 5 5) 


0. 0 1 5 


(2 5 6) 


0. 004 


(2 5 7) 


0. 007 


(25 8) 


0. 007 


(2 5 9) 


0. 005 


(2 6 0) 


0. 002 


(261) 


0. 0 1 0 


(262) 


0. 002 


(2 6 3) 


0. 0 04 


(26 5) 


0. 005 


(2 6 6) 


0. 0 0 1 


(26 7) 


0. 1 5 


(26 8) 


0. 007 


(26 9) 


0. 008 


(2 7 0) 


0. 006 


(271) 


0. 004 


(2 7 2) 


0. 003 


(27 3) 


0. 005 


(2 7 4) 


0. 036 


(2 7 6) 


0. 0 05 


(27 8) 


0. 003 


(2 7 9) 


0. 029 


(281) 


0. 012 


(28 2) 


0. 008 


(28 3) 


0. 002 


(288) 


0. 024 


(2 8 9) 


0. 032 


(2 9 0) 


0. 055 
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imm®im fistar-Kyoto 77 h (7$f&) (B#f-+ /Md:^ 
£>A^) ) £fflWc 0 my hThy 1. ll^tS^^p-T-^T'iS 
OX-7 (Pathol.Int.,45.409(1995)^fflOT^Lfc) £1. 2mg/kg©fflS 

S£-t*\ 0X-7&5SB<fce>lB2lsU 8 BIMItglPtJ^Lfco *3»(W3E 

1 : 2 5 K#T® * 

2 : mftfiK 2 5-50 K<D«ft*f££B«> 5 

3 : 5 0-75 960&4ffi&&&#> * 

4 : #I*#|*J(;:7 5-1 0 0K®Bfl£3&£B&& 

=>7tmU mmitomW (%) fcgtbL^o *S£ft£tiBartlettj* 
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mag Mftjftiig (%) gsg 

1 Omg/kg i i. 7 P<0. 0 5 

3 0mg/kg 10. 2 P<0. 0 5 

1 0 Omg/kg l 3. 7 P< 0. 0 1 



i MWi 4 3 QM|Q7 » ^ ajflngfflga ( p 3 8 8 ) \zftt ztmrn 
am* 

^Xfilfil^*fiBl!&P3 8 8» (ATCC^bA?) £1X1 0 6 ©H^|c 
SHLfcCDFj?** (B*SLCttfrS>A^) ©Myrtle 9 
1 0 0mg/kg<»:^SSJ:9irtt^b^^4L/:iC^ «JH»fc»LT 

1 3 0%<Dm®%t>m&t>titz o 



2 jbtM ii h/'J*— TUB (GL07) (wfttSfigj 
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ttJmtcttttft;*l4BIMB<> -BZBttdHfcLfco &4§i§&B<Dli 

i i l fc 4 » omr*® x b § c x , m<t&®mm® 

«WW*TxiU nWttttff (TGIR) = (1-Tx/Cx) x 
1 0 0**»fc o ^4i@re1©S^^P^T\ i^OTG I R«fi7 6KT**> % 

3 j&qfrPftettO t h £ U g - gjjUjj ( G L 0 7 ) Egg g fiaHKft» 

7 ~ fvtxt&mis mm#mt>< i o omm 3 «£tiofc«j*Ttt^a«# 

fcWMk^*, mctti»«gBR»B, -BH3gnft4Lfc, &4B§ 

W©«WW*Tx4U MftifflHqft!* (TG 1 R) = (i-Tx/Cx) 
xi0 0«l6fc o ^*i6Ott***3*C*t 0 
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(TG I R%) 


(44) 


78 


(45) 


68 


(52) 


86 


(56) 


52 


(57) 


64 


(58) 


5 7 


(59) 


82 


(165) 


7 0 


(168) 


56 


(173) 


54 


(190) 


50 


(191) 


50 


(194) 


59 


(2 2 5) 


58 


(22 7) 


78 


(22 9) 


81 


Vb U J/ 


7 R 


(2 3 6) 


84 


(2 3 7) 


74 


(242) 


62 


(244) 


73 


(2 54) 


85 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 6 2) 8 7 

(2 64) 6 3 

(2 6 7) 6 5 

(2 72) 84 



gjgayi 

A^) *5t- Kv>xiw^«[U B*#tt&U 0 Omm 3 SWltt o 
o§MW«©W*<^-K:<i:«J;?K:l»4E'focS»y«:U 1 0 Omg/kg 

t tt « j: 9 ciukcm^ 9 a ns b , - b -mmmm 

iKo zn^ommmmm ogw ©asms-is 4 sk:zr*o 

mm 

mm m ctgirk) 

(4 3) (58) 

COL-l colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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Hjgii 

-H9~10E©aittDBA/l JNCrj^^x (9 AM) ( H *f t . w 
■J'<-tt*&A*) *J§^fco 5il©»>'>fi*Iia=i7-y>o. 3Kd«»i 
(K-4 1, 3 N 1 5 ^©Mycobacterium tuberculosis 

H3 7Ra (Difco Labs.*&A*) > 2. 5ml®^s^^fcJ;cK7. 5 ml© 

^7D^>K7i?aA'>K (Difco Labs.^bA^) Hx7;k>' 3 >^ 

»U ^'>^0«a«ic3iBRI©iaBT?2I5I > 1E3/:D0. 

Sp&£lf* L fc 0 mSit ? Is* 7 4- -Jit D M S 0 HM'tl 1 0 %£0£S& 

ft^ftlf 4 3®MOS7-y>R«ttHII$OXm* (96) *JETF 

7/10 7 0 

1 Omg/kg 1/9 11 

10 0mg/kg 0/10 0 
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*mn®it&m±s Mntmmm^tmmm^ ±mL<tt, pdgf^ 
g#esu ywummmGtzztfr^ stum, m, m, &m&m. 
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ft 3£ © 15 m 




CD 



R j i R 2 C 2 - C 3 07^+ ls>£J&&ti 4>©T* *)> Wte 

CH*fcl±NT!*tk 

1. W#CH©ig£ N 

(a) XliO£/cliST-£t)s Qtt % 

« (ID : 




[5£ck mttl, 2ifc«3T*^ R 3 liffl»jCCNs 0 H N ad^^ 
C l" C 5 7Jb+;k C 1 -C 4 7;l/3*->tfcttC 2 -C 4 7->^T*5] TT 
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2 2 1 



5t (III ) 




(R 3 ')m 



(HI) 



mli±IEi|SISft"e*t), Rg' i±TOJlcOH N Cj-C^-M^k 
C 1 -C 4 7;U3+->T?*0s Y. Zli|S)^^/clifi«lJ(CN*^liCHT^^] 

a (IV) : 




(R 3 ')m 



(IV) 



(b) XfiO. SSfciiCHgT&tK Q(i> 
^ CV) : 




(V) 



C 4 7;U+;bT-*>t), AttC 1 -C 8 7**^ Cj-C^Hr^k 
(C 3~ C 10 ) 7;l/+;k C 1 -C 4 7^a*->*;bjKji;U % 7x-Jk ^7 

f-Jk 7U;k *x-;k EgK>vW;l/^fc(iC 9 -C /1 7i/;l/ 

^ 4 
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W tlS 9 1 MQ^T v^Z^ L T^T £ ^ 5 - £ iz it 6 - 
MoI^O-nx □ 7 'J - 5 9 - $ izli 1 0 - gQMM&o^f o 7 

7U-;Ug(i, CN, NO^ OH, NH 2 , ^D>f> N Cj-C^M^k 
Wtt (C 3 -C x Q ) 7J\,*JK C 1 -C 4 7;^ + y, C 1 -C 4 7;Urj + >, 
#;kfc;k C 1 -C 5 7y;k Cj-C^v/d*^ C x - C g 7;b*l/> 

C 1 -C 4 7;^;b7$y N v- (C 1 -c 4 7^+;u) 7* A 
C0 2 H. CONH 2> N- (C 1 -C 4 7;U+;U) 7$ Ks N, N-y- 
(C 1- C 4 ^M^) 7^ h\ C 2 -C 4 7;b+;b7^ K N h'J7;^o^^ 
;k c 1 -c 4 7;U4^^, 7x-;k I^7x-;k 7i;4'a i^7x 
J*v^ 7i_;i/ft 1^7z-;bft 7x-^ (C x -C 4 7;l>*;l0 N 
M&7i.-Ji (C 2 - C 4 7;b*;U) > t° u s?;k t°7 v-;k t° »j = s>^;k 
t°'j^i>-;k k'oijs^k txu^-;k tX7^-;k ^€kX7-;z;K 
*/M?ij.=.;k *yj;k 4^yj-;k 'O'Z-Ok l^//-f;^fcii 
C 2 - C 4 7->^bllR$tL^ 1 ~5<l©t&g££lT^Tk«k < N B(i N 
0, S s NH, NCN. NR 6 £/c(iNOR 6 C:t% Rg(iC ] -C g 7;b 

2. W*><N<DJi£ N XiiCK SS/cttCHgT&'K Qli, 
(V) : 
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2. 5£ (I) *s Wj&<CHT*r>> Xrt<0£ fcteST-fctK Qrt<5£ (II) x 

5ft (in ) Sfcttsft (iv) -e*sns> u 

3. 5ft (I) W#CHT*!K X^OT*^ Q*<5ft (II) N a (III ) 

^fcasft (iv) T-^£ti£x »#fii»csa»©*y o >SHW*fc±tf*n&©* 

4. £ (I) Xj&<0, S*fcttCH 2 T*0x Q#5ft (V) t^£*i£> 

5. 5ft (I) *k R 1 feiO { R 2 *WJlcC 1 -C 5 T;U*^T*t)x Qtf 
5ft (V) K (V) rfk jfcitfk^OT&tK Btt N 0, S, NOR g (CC 

silo 

6. 5ft (I) *x RjfeiOfRg^WJ^Cj-CgT^+^TfibO^ Q# 
5ft (V) [5ft (V) 4\ ji<07Jb^ok*qT'*5K fftUj^lT'*?) 

N C N N NRgt^ttNORg (ZZX\ RgfiC J - C g 7Jl>*;l/r£S) T 

7. 3$ (I) RjfcJiCKRg^ffljBflJcCj-CgT^+^T^DN Q# 
3ft (V) [aft (V) jfc«fctfk^i*>lwlT-*?>> R 5 *<fiaiH**tfctt 
yf-JU7T*tJ> Bli> 0. NH N N C N N NR g £fcl*NOR g (CCT\ 
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8. (VI) : 



O 




(VI) 



WttCH*fcttNT**K R 1 *J:CTR 2 tt<B»JlcC 1 -C 5 7^* 
^T*0s Att.*f7k xf-;k 7ot:;k -rv^nh^k 7f-;k "fv7f7k 
s-7>;k t-7**7k *Of7k 'fVOfJk i'^o'O^k i^n^ 
**>;k ->^p^^;k 7x-;k *7f-;k 7>j>»k f-xxjk eyy** 
fctefj ; ^-^T-*t?N AT8fr$ftSC*l£<D7;Mr;Ug N 7'J-;U**fc 
li^\xo7'J-;bg(is 7;M-d n ^dd, 7*d^ a- H\ i/7 A t Kn + 
i/ y xho s 7$ A >^;1>7SA y i * ;lj i J > -7x^7 ^ A v7o 
t:;U7SA «77^;U7$ A M7;M-u>^;k ^f-^k xf7k 7nf;k 
^77at 0 ;k 7*f7k -f77^;k s-7>;k t -7*f-;k ^ h*-> N xh 
*7 N ^a#*k -Y77d^+7. *;l/*'JA t°o>;v>7 N tX"j-7y^/ c 
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WliCHSfctiNT*tK j ttOT?*t)frok tt 1 ?&Zi>\ tizlt 

j ti l -ah K> k « o t?& <9 > R j fed: c;r 2 tmsiJic c 2 - c t;u4^t- 

□ t°;K 7>;k ^y7*;k s-7>;k t-7>;k -fvo* 

)W v^D^>f-;b N i/^ D ^+->;k S^D'v^k 7x-;k 

7>j;k *x-,k f'jy^fc(if'Ji^;bT*O s AT»fc*ft*cft& 

*\ 3-h\ ->7A kKo + A-Fo, 7$ A t+fr7iJ* i?**)\,7 
*A 5*x**7$A i?7at'Jl7iJ, ?7>*7 5A bV7***/ + 
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R 5 (iTOc7Km^^(iy5 1 ;^T•^>t)^ AttC x -c 6 7;u*;k 

C 1 ~C 4 7JU'7"-;k v^u'O^k S/^D^*->;k ^^D^f;^ 
C j -c 4 7;U3*i/*;u**^;k 7x-;k 7U;k ^x-;k ^ 

>W;k 7-fe^;k k''J>>;k try 5 **-;k fc'aysJrjk e^yy^jk 

tX^-Jk *thX5y-;k 'J y !K AT-SfrSnSCftt,© 

7;u+;US N 7'J-;Ug££te^-fo7'J-;l/gli, A D fk ->7y N C0 2 
CONH 2 , kKo + k -hn> 7~ A C - C 7;l/+;U7 $ 7 % v 

~ (C 1 -c 4 7;u*;u) 7$ a c 1 -c 5 7>>d + -> n c 1 -c g 72/;k 

C 4 7;b3+^;k c 1 -c 4 7>i/3*>'*;i/**-;k N- (c 1 ~c 4 7;u+ 
^) 7$ h\ N, N-y- (c 1 -c 4 7;u*^) 7^ h\ c 2 - c 4 7;M^U 
7^ F\ xf-U 7i-JK 7x; + 'A Hft7x— ;k <>vV;k 

fcf'j^k f5^-;k f';^^-;k fj^^-^k *>"jjk *izti*i-y 
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11. a (IX) : 




R 5 ^iTOc7kS^^(iy^;^T•^b^^ A«c 1 -c 6 7^*;k 

>vV;k 7-fe^;k t°'j*7;k b°'j^v^;k t°o ■> ^jljk tXy-^K 
7;U+^S> 7'J-;Ugt^{^xo7 , J->'H(^ ad^>, y 7 ; N CO 

H, conh 2 , t Kd*>\ -hos 7$ a c 1 -c 4 7;u+;U7 = y N y 

- (C 1 -C 4 7;b+;b) 7$ A Cj-C^o*^ Cj-CgTS/^ 

C 4 7;U3*2/;b % C 1 -C 4 7^3*->*;UsKi^ N - (C^-C^b* 
40 7$ h\ N, N-y- (C 1 -c 4 7;u+;b) 7S K\ c 2 ~c 4 tj^ji 
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7i F\ xf-i/>i>3j-*->N 7x-;K 7x/*v\ i^7x^;k Ov'JjW 

l J^;b^biitR$tL51'-5<i©S^S*WLT^TfcctV^ T$*>$ftS*y 

1 2. £ (VI) ^ W^CHT£*> »*58 ttm®*; V >timftts* 

1 3. 5£ (VII ) «f> W*<CHtf*5> m^9\ztmo^J ij 
«fc tf* ft t> ©H^lwfFgT § ££ 0 
1 4. (VIII) "t\ Wri<CH-C&S> OKIEIS©^ U >S§## 

1 5. 5£ (IX) *k W^CHT-£>2k ftftll 1 K§5i&©*/ "J >H>J*#fc 

1 6. 55 (X) : 
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^^>^K ^D^wk ^o^T^k 7'J;k C * -C , 7;lo* 

1 4 

$/*;M{.=Jk 7i-;K *7*;k OyV;UT&*}, AT&bSti* ;:ft£> 
OTJU+^S, *fcli7»;-;HJ^ OH, C0 2 H, 7;M-o, 7o 
3-h\ -ho, 7$ A (C 1 -C 4 7;U+^) 7$ A x*U>-7 

*oy*;K C 1 -C 4 7^+;k C 1 -C 4 7;b^^-> N t°u»7;k £/cli7 
1 7. 5$ (XI) : 




?nK>*jl^ i/^a^+Wk ->^o^7^;k 7U;k C^-C^Ud* 
$/*A*Ki;k 7x-;k *7*;k ^>7*-f ^T&t), AT'&bStiSCtifc 
©7;u*;ug, *fctt7U-;u«B, oh, co 2 h, 7;m-d, ?dd, 7d 
3-H\ - ho, 7$ A '7- (C, -c„7;M^) 7* A x*U>$; 
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tu**)K C 1 -C 4 7;U+;K C 1 -C 4 7;l/3*S/ % fcf'J^k £*:{*7 

18. ^ (1) ^ W*«CHTti), X*<O-e*0^ RjtJ^OTg^ifc 
ic**;!*?*^ Q#5S (V) K (V) ifc j**tfk#BMfcO*fcttlT 
fctK R 5 *<7K*"e*0^ AiiC 1 -C 5 7;U*;k ^D'O^k »>^d^ 
*->;k e^p^T^k 7U;k C x -C 4 7;U3*->rtA,iK-;k 7x^;k 

fcfctt'sf'DT'J-rtdfoi. OH, C0 2 H, 7;M-o s ?on N 7d* n g- 
K\ ^ho, 7^ A v- (C 1 -C 4 7^Jb) 7S A x*l/>s?a-*s, N 
7*h*S/ N yf-;l/**\ C 1 -C 4 7;l/3^i>*;u^-;k F^^tnyf 
'k C 1 -C 4 7A** N C 1 -C 4 7^n+v/ N f'Ji^k *^li7x^ 
£SiR$nsi~51©Efcg£WlT^T*>«t<, BfcU 0 N S. NH. NC 

19. 5Si (I) ^ W#CHT-**K R f R 2 *<i fell;* 

20. 6, 7->7 h+i/-4 - (2->h + «/7xy + y) +;«Jk 6, 
7 - { J* b*i/-4- (3-> h+->7x; + y) *y »J >> 6, 7- h* 
v/-4- (4-y h*^7x^«/) *y »J> N 4- (3-7;bto7x; + -» 
-6, h + i/+>"J> x 4- (3-t Ko*->7*y*-» -6, 7- 
V* h + v/+y 'J A 4- (4-7D€7x; + i/) -6, 7-s?y h**>* j 
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U>n 4- (3, 4-^h+->7x/ + y) - 6, h + v+y 

6, h + ->-4_ (i-^7f-;u^-+-/) 6. 

*-4- (2-*7*;U#*i/) +7 6, h + «>-4- (5-y. 

h + v-l-^7^;^4-» +y »J>, 6, 7--/V h + ->-4- (6 -^ h 
+ v/-2-^-7^;U^+-» +y 6, h*y-4- (7-/. 

•>-2-^-7^^+v) *y 6, 7->V h + >-4- (5-*yi;;u 

**v0 *y 6, 7-^y h+v-4- (6-+y »jjm-*50 *y>j> N 
4- (4—r >ku;u**vO -6, 7->>y h*y+y <j>. 4- (5—c > 

K'J/M-*<» -6, 7-yn + WJ>, 6, 7-*;» h + *-4 - (3 

+,>7i -w) *-> y>^6«R*n* % im^ii iwEtto^ (i) -cmt> 

2 1. (4-n-m7x-^) {4- [(6, 1-?/ h + i/-4-+ 

[(6, 7-v>y h^x-4~+y'J;U) 7x-M (4- 

M;7;l/^Dy^;U7x-;U) {4- [ (6, 7 h*<>-4 -*y 'J;lO 
t*-/] 7x^} ^;>, (4-t-7^7x^;l0 {4-[ (6t 7 _ 
h*S/-4-*^/»J-^) 7x-;H y^y> N ( 4 _ t _7^ 

Jl>7*-Jl) {4- [(6. 7-^h+->-4-*;'JA) y^] 7xi;H 
N- {4 - [ (6, 7->^ h*i/-4-*y »J;10 71- 
M - ^o^t>* ' K\ N- {4- [ (6, 7-s?> h*->-4 
-*y>J;U) 7x-M - (4-i(>d7x-^) *<M?**5 K\ N 

- {4- [ (6, 7-y* h*S/-4-*y 'J 40 7x-;H - (N, 

N-^V^;U7^7x-;U) jjjltfwi H\ N- {4- [ (6, 7-?/ h 
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■i-i h\ N— {4 - [ (6, 1-V>* h*i/-4-*j 7 

- (4-n-W7x^l/) h\ N- {4- [ (6, 7-V/ h 
*5>-4-*y W 7x-;H - (4-yh + ->7x-;U) 

■fi h\ N- {4- [ (6. 7->V h*^-4-+y;;U) 7x^} 

- (4-^o*7x^) **#**5 H\ N- {4- [ (6, h*i/ 
-4-*/'J;l/) 7x^} -i/? d-^>^ $ h\ N- 

(4-n-^7x-;l.) -N' - {4- [ (6, 7-5*y h*>-4-+y 
U;U) 7x^) *U7> N- (4 - t -7 , f;b7x-;b) -n' - 

{4- [ (6, h + ->-4-+7 iJJl/) 7x-M 71/7. N 

- (2- h 'j7WD>f;l/7x-;l/) -N' - {4- [ (6, 7-v> h*<> 
-4-*yU;lO 7x_;W 71^7. N - (3- h V 7;i/to> ^jiy 
x^;U) -N' - {4- [ (6, 7->>V h*->-4-*,> U;lO **S/] 7x 

^7> N- (4- h 'j7;^ny^;U7x-;U) -N' - {4- [(6, 

->7x-;U) -N' - {4- [(6, 7-i^ h*->-4-*yg^) 
7x^jU) 7i,7> N- (3-^ Mr5/7xi;l0 -N' - {4- [ (6, 7- 
V* h*i/-4- + y U;lO 7x^;H 71/ 7. N- (4-^ h*^>7 

x-;b) -N' - {4- [ (6, 7-v>y h + ->-4-+y «J;U) **•/] 7x 
"7U7. N- (2-7Md7x-;I/) -N' - {4- [ (6, 7-v^ 
h**>-4-*>"JA0 7x-;U} 7U7. N- (3-7;l/tD7x_ 

/u) -N' - {4- C (6, 7->?y h*i/-4-+y y;iO 7x_;n 
71/7. N- (4-7;l/tD7x-;l') -N' - {4- [ (6, 7-v>V h*i/ 
-4-+yjA) 7x-;H 9U7s N— (4-7-bf-;W7x-;U) - 

N' - {4- [(6, 7-?y h*->-4-*y UAO 7x-;U} 71/ 

7x N- {4- [(6. 7-^^h + i/-4-*;'J^) t+->] 7x-M - 
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N' -n-7°Dfc?;l,7l/7x N - n-yf-Jl-N' - {4- [(6, 

-N' - {4- [(6, h + v/-4-+^-V'J^) ^yj 7x-;H 

71^ N- (2-^ h + ^7x~^) -N' - {4- [ (6, 7-vM h + v/ 
-4-+^v*'J-;b) 7xz;H 71/7. N- (3-y- h4y7x-i) 

-N' - {4- [(6, h + '>-4-*^-V'J^;b) 7 xi;H 

71/7, N- (4-> h + ->7x^l/) -N' - {4- [ (6, 
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^^-^) [4-hX'jp; 7 x^] y*y>, H2,4-^dd7x- 
^)-N'-{4-[(6.7-vV h*v-4-*y 'JW>']7x^)7^ N-(3, 
4->^od7x-;W-{4-[(6, 7-*V h*y-4-*y ij;^+y]7x 
-^)7L/7x N-(3. 5-^^an7x-;U)-N'-{4-[(6. 7-^y h*v-4-* 
y >J >>]7x-^)71/7,N-(4-^Da-2--> f^7x^)-N' -{4 

-[(6, h + i/-4-+y 'J^)t+^]7x-^}7I/7, N-(3-7 > y - 

4~*oo7x-;l,)-N'-{.4-[(6,7->>y h*->-4-*/ 'J •>] 7 x- 
>»M7l/7, N-{4-[(6, 7-v^ ^•>-4-^;y^->]7x-;b}-N'-(2 
-f'JS?;Mf-;l/)7l/7s N-(3,4-^7^D7x^l/H'-(4-[(6, 7-7 
y h*S/-4-*y 'J;l/)t*i/]7x-;l/}7l/7s N-(2. 4. 5- h »J7;^D7 
x^Jb)-N'-{4-[(6. h + ^-4-+y 'JWi/]7x^}7i/7 N N- 

(3-*no7x-;l,)-N'-{4-[(6, 7-^y h*->-4-*y 'JW<>]7x- 
>^}7l/7, N-(4-t Ko + «>7x-;I,)-N'-{4-[(6, 7-v^ h*v/-4-*y 
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